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(57) Abstract: Compounds of general formula (I), salts of the same, 
or prodrugs thereof are useful as antagonists against melanin concen- 
trating hormone (MCH) wherein Ar 1 and Ar 3 are each an optionally 
substituted aromatic group; P and Q are each a divalent aliphatic hy- 
drocarbon group which may contain ethereal oxygen or sulfur in the 
carbon chain and may be substituted; R 1 and R 3 are each (i) hydro- 
gen, (ii) acyl, or (iii) optionally substituted hydrocarbyl; R 2 and R 4 
arc each (i) hydrogen, (ii) optionally substituted alkyl, or (iii) option- 
ally substituted alkylcarbonyl; alternatively R l and R 2 or R 3 and R 4 
together with the nitrogen atom adjacent thereto may form a mono- 
cyclic or fused nitrogenous heterocyclic group; and j is 0 or I. 
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y)-2-^4 i 7x^;W'r>H-;i/-2-*;i/#^-th$ H (^SS^4 7) ^fctt^© 

25 

N- (2- ( (2, 2- fc* 7 (4-7 P O 7 x -5- (4-7 x ^ *)-J/) 1>?)V) 7 
N- (2- ( (2, 2- t* 7 (4-7 □ □ 7 x XJ W -5- (4-7 x ~ )V bf ^ 'J v> 7 ) ^ W 7 



WO 01/21169 



PCT/JPOO/06376 

36 



N-(2-((2, 2-k*X (4-7 □ □ 7 xXJU) -5- (4-7 xX;Ut!^ 'J vV)^>3M» 7 
5 ;)-2-^7lfjW-l-^fM y \*-)\r-2-lJ H (^S&#J 10 6 

N-(2-((2, 2-t < X(4-^00 7x-JW-5-(4-7x-;i/t!^U^/)^>^)7 

s/) _2-^vx^;i/)-5-7;^o<>H-^-2-^;^^5 h (»io 

7) ^fctt-e©^, 

N _ (2- ( (2, 2- M 7 (4-7 n P 7 x ZiJU) -5- (4-7 x x;|/ tf ^ U V J ) * 7 

io =y)-2-^vx^v)-5-^ h+i/OH-^-^^^u-s H (sussm o 

8) £fcl£^£>^ 

N- (2- ( (2, 2- t*X (4-7 □ P -5- (4-7 i^JHf^ »J v / ) ^ 7 

0 9) Sfctt-tCDJfi, 

15 N-(2-((5-(4-(2-7MD7z^)k^U^;)-2,2-y7xrjK>^)7 
5 y). 2 -^vxf JW-f > h*-;H-^WW5 H («0U 1 5) 

N- (2- ( (5- (4- (2-7 P 7 iXJ|/) tf^ 'J V ;)-2,2-^7i x;i^ >^;W 7 
s ;)-2-^yi^;W-l->f M > ^Jk2-*J^+tS H (^J60fll 1 6 

20 ) £fcfctt©& 

5-7 P P-N- (2- ( (5- (4- (2-7 )V* P 7 x x;W tf^U ^7) -2, 2-7 7 x X^ 

*6^J 117) £fcl**0>*» 

5-7 P P-N- (2- ( (5- (4- (2-7J^P7i XJ10 tf ^ 'J 7 J ) -2, 2- v 7 x X Jl^ 

N- (2- ( (2, 2-t'X (4-7 P P 7 x x;W -5- (4- (2-7;l/* P 7i-JW tf ^ U '7 J 
)^>^)V)7S./) -2-^+VXf;W -5- 7 )llr P -T > K * ;paH*tf 5 

H («#)12 0) 
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N- (2- ( (2, 2- f X (4-7 □ P 7 x ~ ;W -5- (4- (2- 7M07i - ; W tf ^ U v 7 

)^>^;i/)7sy)-2-^+yx5 1 ;u)-5-^ > h-;p-2-*m*u-^ 

K («0>J 12 1) £7cte^-©&, 

N - (2- ( (2, 2-h'7(HDD7i X JU) -5- (4- (2- 7J^D7i XJU) f ^ U V J 

2 2) 

N - (2- ( (2, 2- (4-7 JU* D7i XJU) -5- (4-7 x XJP tf ^ 'J v / ) ^>^)V) 

7S. ;)-2-t+vx^)^ > K-^-2-#;u#*+f-* K (MffiM 124) £fc 

10 N- (2- ( (2, 2- f X (4-7;i^ P -5- (4-7xrjHf^ U i?S)1>?-)V) 

7^y)-2-^VX^;U)-5-^DP<>H-Jl/-2-*;^*lJ-5 K («0»J1 2 

5) *fctt-eo<fi, 

N-(2-((2, 2- fX (4-7;VtD7xr;W-5-(4-(2-^ Ky7zrjW ^'Jy 

y)^>^)75y)-2-^yx5 L ;i')<>H-;i'-2-*;u^*^5 H 

15 12 7) 

N- (2- ( (2, 2- fX (4-7^* P 7 x x;U) -5- (4- (2-* h*-/7xz;W^'Jy 

y)^>^;u)7= ;)-2-^vi^)-5-^dd^ > K-;u-2-#;u#*it5 

K (»J12 8) 

N- (2- ( (2, 2- f X (4- 7 ;M- P 7 x XJl/) -5- (4- (2-7 P 7 x x;W f ^ 'J '7 

20 /)*>?-M7^S)-i-ttvx&M4>Y-)\r-i-l3)V#tt$. H (H«J 

13 0) £fcte^©i£. 

N- (2- ( (2, 2-f X (4-7)M" P 7 x x;P) -5- (4- (2-7 P 7 x x;U) ^'Jy 

y)^>^)7 s ;)-2-t^yi^)-5-7 p p-r > k-a-2-#;m^u-5 

K <£ffi0i| 13 1) 
25 [2 8] 
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R 29 -A 1 k 3 -COOH 

ess*, &mn&% (2 3 j mmmtmnrntt-r) mznzmmmofcfo 

[2 9] m C2 3 j TO«<Dfc£t)£^WLTfc5^ 
(30) S 

Q 5 — NR M -CO-A I k-MR"-CO-A I k 2 -MR 10 -A I k 3 -R 3 ' 

10 R 2 6 £><fctfR 2 7 te. mfSfettC!., 

iiTt>«k^c 1 _ 6 7;wu-*;w#=i;i«ft ; a i ktem&&zmvT^xb 

15 *ft*UTV>T'b«fc^C 6 _ 1 .7U-;P** ; X 2 !iCH, C-OH^fcliN^ 

20 (3 1) Alk*t/\D^f, tHP+'X 75/*J:^C 6 _ 10 7U-;^ 
6,^s»d^3!«n*iS*S£WbT^Tt>«fc^C 1 . 6 7;^P>S& : A 1 

n*~>, 7$y*<tU c C 6 _ 10 7U-^^^^»^S^ti^^*^bT 
^Tt>«fc^C 1 _ 6 7JW+U>S*; R 3 1 ^APy>Jg^, C 1 _ 6 7^+;k t 

«£WLWTt>J;V>C 6 _ l0 7U-;t/ST&5g! [3 0] «|E«0ft^ft, 
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(3 2] N-(2-((2-((2,2-> ? 7xn;U-5-(4-7x-;i/tf^'J>'V)^>^>lU)7 
5 j ) -2-** 7 JL^M 7 5 y ) -2-** VX^W -2, 2, 2- h U 7 D-N- 7 x 
-;P7-fc^ H (*««f>l5 1) *fctt-t©«[, 

2-7 - U y -N- (2- ( (2, 2->? 7 x -;P-5- (4-7 x - JUtf ^ U v y ) ^ 7 5 
2- ( ( K>5W7 ^ y ) * ;m*=;m 7 5 y )-N- (2, 2-5>7 x ~»-5- (4-7 x-ju 



(1) A 1 k 2 ^gmS^WUT^T i b<k^C 1 _ 6 7;P+l/>S<D«^«, 5£ 
R 31 -Alk 3 -NR 30 -Al k 2 -COOH 

C5**K &B3#tt» (3 0] «B«tHiS«ft*r3-T?3E*n*W*KOR* 

15 

(2) Al k 2 j&**S-&^0«£tt, a 

R 3I -A 1 k 3 -NR 30 -CO-X R 31 -Alk 3 -NCO 

xtejms^ *&©iH#tt^ [30] mtt&nM&K-r) -pss 

20 ©K. 

[3 4] tg [30] mBm<Dib&m&tt;\sXi3.zmm* 

[3 5] «?LI»*Jfc*fLT, i 



[3 3) 5t 
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(0)j 



A r 



X 



P — N 




A r 



Q — N 



r 2 r 4 «^n^-*n(i)7K^^ (i i)mmm%Gi<T^Tb&^7)i* 
C3 6) ^^-^s^^^ra^M-r^^cD^: 



< M&g£*r bT fr»T <fc V> 2 ffi<Dll!iftJ&0Ht7k^g£, 
20 R 2 £<fctfR 4 ^ft^(07k3§JIT. (ii)m&*£^l/WTt>£t>7,Mr 



(0)j 
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5 (37) S 



i-^-7^;k 2-±7?jk ^>t-;k 7>x'j;^£©c 6 _ 14 7U-;u» 

^ r^SR«*5ISj tLTtt. flIAfck Bmwfr&M-tgMEfr* OUST 

& .fcowjWKW egtfnsff* l < « i asfctt 2 s^^pih^ 1 ®& 

20 ± (H*tflft^L4fl, #£U<«l£Hl/3fl* $e»W^t<ttl^fcf± 
210) *to5ttl»Ll 4ft©#Stt^f*SS^ (W. 23gtt. 3 Site) 5^§KS 

Cb) 77X ^>x-r^^/-;k ^>x**u-\/-;k ^> 4 /f77 
-;k ^>X-fv^7>/-;k t7h (2, 3-b) ?t7i>. ^7>hk> 



F 




10 



WO 01/21169 



42 



PCT/JPOO/06376 



= ^y-;k tf^z-Jk tfu~7x tr^7x t?U5-7x eu^x 0 
K _ ;k ^ y ^ >H _ ;k ih— r>^v->ik 7ux 4H-+;'jy>. -f 

5 , xv/ux #;w\V-;k e-M^ux 7zt>b'Jy>. 77Uv> 

, 7i;wx ^vvu^>uz(D%mmMmm$>%^^t>om w% 
l<&. mu^tzmiomm) *uiww«fi m^v<\ti^tz\t2 

;k 4-tf>jx>k 2-^yj;k 3-^/u;k 4-^/u;k s-^/u* 

% 8 _^y.j;K 1 f7*/'JJk 3-<7*/>J;k 4— fV+y'JJk 5 
_^ v ^/.j;K l~f>FUJk 2-<>H'J;k 3— f>HU;k 2-^> 
15 7?77U;k 2-^X7 (tO fX=A, *X7 Cb) 77^Jk 2-^xx 

;k 3 -^xx^ftt'tffctf ens. seidfrsixtt, 2-fxz;K 3-5P 

X-;k 2-fcfUvJk 3-tfU^k 4-e'JvJk 2-7U;k 3-7'J;U 
, 2-*/DJk ZyV-M 2-tfU5Xx;k 3-k'o'JiK 2-*f5*V 

u;k 3-Hu^vx;k 3— <75P7\/'jjk 3— ry^-y-7'jjk 1— r 

20 y+7'JJK 1— f>HU;k 2— f>KlUk 2-^X7^7 7 UMt£©£fc 
xnWF**tt5fcHLl OA© 2 Itt) ^ftBHS^SfcH** 

fflv^na. &*Tt>. 3-^x-;k 2-tf'JXik 4-tru 

25 (ff*t<^ 1» ©^xn!TP££tr5*fctt6A©3?§*&*» 

gfct'amfflSns. 
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; - hom ; ; ADy>1"fc$ftTtvr& e k^C 1 _ 6 7;U*Jl/* ; ad** 

Mb$nT^Tfc<fc^C 3 _ 6 ->^o7JWl^S;Aoy>'ft:$nTViTt)<l;ViC 1 

->S;7^y» ;^Ey-C 1 _ 6 7;Wl'75yS (#j*Jf> *3\>k75y\ ■£.=?- 
5 ;kray&£) ; v-c,_ 6 7;WU75ys v^krsv. i?x 

^;krs/&<*:) ; ADy><k$nTViT : bcfc^c 1 _ 6 7;wi'-*;i'fcJU7 
= y» (0j;tfcf> 7-fe^-;i/7^y. -?u\i*-)\,7^j, y^'jjk7i= 

7^'jjk*-*v&£) ; ^;^=^v;p*; c l _ 6 7;m^->-*;pfc 
;ki MM** > h*^*;U#xjk ih*'>*M^, yojJ?^->*;pfc 
;k zfY*z/ti)Vi£-)Vtzii) ; A;wt*-f JUS ; C^^ka^x-^ktfx 
is ;i/ST-Mm^tiTViT : foJ:^ : &y-c I _ 6 7;^;i/-^;i/A* ; E:-r;i/S 

7jk*-;i/S (mtf, ^^kukfcxjk x^k*jkfcx;pft£) ;c,_ 6 7 
20 ;wkuuyvx;k^ <fl*tf» *^jk*;k7^xjk i^x;^* x;u&£ 

) ; C,. 19 7»J-;Hmtf7i-;k t7^kVftf) ;C 6 _ I0 7U-^ 

25 L < tt, iWUS^BWUcWK^ , iilffeiMI^ ^Stfn* 1 ft ^ 
L2TO'\xoE^5r^-r?>5^^L6m©^a-*;k^x;i/S 

-□3Vf;k <y-3^y-f;k tMuy*;^-Ma ] ;c 1 _ 6 7;i- 
u+->-*;pfc;k75/S (#Rfcf* y h+^;k^-;k7 = /> xh^y* 

;k£x;k7S ; C 6 _ 10 7U-JU-*^x;k75yS (Wtf'<>!/'f 
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5 ^c,_ 6 7;Wk Apy>'fbsnT^T'bJ;^C3_ 6 v^D7;^;k ap$* 

-#jk^x;k c,. 6 7W-*^m^">. #;ktf*v;k c,. 6 7)V 
io n*->-#;i^x;k ^wwjk ^y-c 1 _ 6 7;wu-^-»wA ; e-f;k s? 
-c 1 _ 6 7;^;u-*;wA ; e'f;K TJkfc, c,.,7;MrHW^. c,_ 6 7 

Ho 

15 fciS^J^M^S^^-©^±©MmpJBg^Mt- 1 ts.te L/ 5 L < tt 1 &V> 

b3iflWTU<, W»&&tfi2mSLk<DM$* c:n60«ft»ttPI-T? 

^KfflS+Tfflv^ens rAoy>"ftsnTViT : bJ:Vic 1 _ 6 7;wi'Sj «t 

20 avmtuE) ^WLWT*)J:ViC x _ 6 7;WPS <09Afck *^k ^dd/ 
3\>k 5?7JM-P*?Mk hU£pp*3\Jk HJ7;M-PjWk x^;k 2 
-^□tim 2, 2, 2-hU7;k^-PX5 L ;k ^>?7;M-px^jk 7p 
tf;k 3, 3, 3-hu 7;k^-P^Pt?;k -ryyptfjk :Wk 4,4,4-h 
•j7;ki-P^;k -rvT^Jk sec-^;k tert-T^u, ^>^;k -fv 

25 'O^k **^>3Mk 5, 5, 5- HJ^JktP^^k M^k 6,6,. 
6 - h 'J 7Jk^P^=lr>';U^<i:) fcfiWBHSft*. 

rAPy>ftsnTir»Tt>«tv»Cs_ 6 '>^P7;WP 
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o7ot?;k X£P7*3Mk y^O'OfJK xi'D^yJk 2,2.3,3- 
rh77MPy^o^>fJk 4-7PPX7P / \*XU&£) 

^SBS+'effli^n^ rApyxfc£nT^Tt> e fc^c 1 _ 6 7Ji'P*x«j 

. 3 ZGlsX^Xh^C^iTfrZi^z/m (mtf^h^X 5?7 
Jk*n>h*X hU7MD^h+'>, Xh+k 2. 2. 2- h<j7;M"DX 

h*x yp#*x -fvyptf^x 7b*x 4, 4, 4- h'j7;M-a:/h 

*X -fV^h^X sec-^h^rX ^X5Mk*-*X ^Xkfr^X^) 

xwmm'pxm^znz rApyxfc^ftWTfe^c^^Wk^-g 

J £bT«, l&^L3ffl©APyXB£f (fly*.**, 7y3§, ig^, ^ 

. X7;M-p*^;k^i-, HJ7;M-p;Wi^\ x^;u^3\ ^ot:m 
is , -fVT'ptfj^*. ttArf-t* 4. 4, 4- h'J7;^py^;i/^> 

a) c,_ 6 T;wi/S *^;k x?\)k ype;k >rvypt?;k 7* 
^;k -fyy^;k sec-y^k tert-7^;k ^>^;k A*xi/&£) •, 

b) c 2 _ 6 7Jkrx;ug fc*x;k 7U;k -f y^D^jk ^r-^ 

25 c) c 2 _ 6 7;u^x;p* :/P/i;Wk x^xjk 7>x;k 

d) c 3 _ 6 x7P7;wpa (WAtf, X7P7°ptf;k X7P7*^;k x^p 
^>^;k x^P^xk^) . ^c 3 _ 6 x?P7;k*;ugfcju ifcv*i,3ffl 
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e) c 6 _ 14 7U-^S 7x-;k hu;k *<>u;k l-^^k 

2-^-?^;k h*7x^'j;K 2-<>7 f x;k 2-7>XU;k££) , #117 
MJ7xX;k*3\>k l->75 1 ;M5 L ;k 2-^-75 i ;M5 1 ;k 2-v7xX 

;kx5f;k 3-7x-;u7otf;k 4-7x-Jk7^;k 5-7i^K>f;i. 
ft a , mzovjvm. 

is 7 = y«, */--c 1 _ 6 7;k*;k7$/£ *3Mk75A x^;i/ 

7£/fta . y-c^e^w^;! vpWkT^A ~7X?- 

;P75 7fc£) > c 1 _ 6 7;k^;w-^;k^-;v7s/* 7t^75 
a 7ne*x;k7S/\ 7^u;kT=y^a •» *;k5;i/S> c^j;^ 
-#jkfc;wa (flAtf, 7^?;k 7oe^-n;k 7^UMta > c,_ 6 7 

20 ;u^;i/-^;k^-JU^'>S y-fe^k^v, ^Dtt-^-x 

7^U;k**->fti:) , *;k^^i/JVS, C 1 _ 6 7;kti^">-*;^-JUS (0*J 
Afcf, ^h^^;k^-;k ih+y*;^-;k 7"n#^ ^;fr;kfcjk 7> 

s ^Jk^kn^-ok x^k^k^-ou&a , -7-c,_ 6 7;u 
25 +^-*jw«-f;H6 v*^;k*;w\**<jk yi^w^-f^ 
&a , x;k*g. c 1 _ 6 7;i/+;k7;k^n;i,s (&mf. ;*3^k7;k*x;k 
x^ux;k*x;^a , c 1 _ 6 7;wk7;k7w'-;i/S m%.& *?)wv 
yj-)i, x^;kXJU7 ^ -M±ii) > c 6 _ 10 7U-M <0!*.tf, 7xx;k 
±73MUfca , C 6 _ 10 7U-;k**">* 7xrM+k *7^» 
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tf5fcV*L7fl©**»* 2-ifctt3-t!P'Jy-Jk 2-£ 

fctt4-'f5^/Uy-;k 2-, 3-*fctt4-lf7y , J5?=Jk 1 -, 2- 

5 . 3-*fc»4-tf«^»j^;k i-*fett2-tf^^> J -;k 2 
-^x-;k 3-fi-;K 2-tru^k 4-tfu-7;k 2-7'j;k 3-7 
tr?^-;k 2-tfu^^-;K 3-trpu;K 2— r = *vj;k 3- 
tru^v-Jk 3— fy^TVUJk 3— rv^WJ;^«c£) sfeii^-rois 

*h*->:fc;p#-;kTSA xh^->*j^-jkTsy. ^d#*s/*;p 

fcjkTS/. 7h*5>#;k#-Jk75A tert-7h*->#^fc;KT=:/ft 
#;k£-;U75 7&£) , C 7 . 16 77MM+>'i ^>> J ;k^^v 

jnfi-jbttzsm y-^b^ua) , c 6 _ 10 7U-^-* 
;k^-;k75/s ^>\Ar;k7S7ft£) , c 6 _ 10 7U-^-*;i^a* 

±EC 6 _ 10 7'J-JUS> C 6 _ 10 7U-;P^v**3ctr>*5^^L7ftW» 
20 AOy>If, C 1 _ 3 7;k*U>> ? 5j-*-X ~hO. ->77, Aoy> 

{b^nx^Tfe<ktiC 1 _ 6 7;wk /\utr>it^nx^xh^c 3 . 6 i/i7a 
7;wk APy>-fb$nTtJTfectviC 1 _ 6 7;kii^'>, ADy>ftjnw 
Tfe«fcv^c 1 _ 6 7;k+;k^^-. tKD*-x 7$7. t7-c 1 _ 6 7;k+;k7 5 

7, v J -C 1 _ 6 7;k^;k75 7. C ,_ 6 7;WU-#;k#-Jk7S 7 , *Jk5JI/ 

25 » c 1 . 6 7m-*;tok c,. 6 7M^-3!j^-jw>', #;ktf* 
->;k c 1 _ 6 7;ku+->-^;k^-;k ^un^E-ok ^7-c l _,7;i>4 t ;i'- 
#;i/A^r;k v-c 1 _ 6 7JWW-*;wt ; E-f;k 70k*, c,_ 6 7;WP7 
;i/*-;k c 1 _ 6 7;Wkx;k7^-;^ t tt>e>^^n§ i&t>L4fl0tt&£ 
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ftfli**ifl)«i»ttifciiw»i/5ft »su<tti& 

5 R X *J:tfR 3 Tasn* rT3/JV»J ttTHU -CO-R a , - 

CONR a R b . -SO-R a . -SO z -R a > -CONR a R b , -COO 
_ R a _ (c = s) 0 -R a . - (C = S) NR a R b . -SONR a R b , 
-S0 2 NR a R b , -SO-O-R 3 . -S0 2 -0-R a (R a tt*^0T 

fcttc^.T^Wr^***^) ft^T*t)«n***«fflv»&n*. -co 

-R a > -CONH-R"fc£##*bV>. 

(xvi)it 



I 




(xvii)^; 




20 [R 2 5 C 6 _ 10 7U-^« («* 7x^P) . C 7 . 16 77J^ 

25 (xviii)5£ -CO-A1 k-NR 27 -CO-Al k 2 -0-Al k 3 -R 

[Al kte«&* <«, AD^>Sf, kb'D+vI- 75/S, C 6 _ 10 7'J- 
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6 _ 10 7»J-Jl'S 7x-;P) £WUOvrfc«fclr>C l _ 6 7;i'*l'>S 
5 £ ; R 2 8 tefgi&S (flU -hog, ADy>Sf (01K 7^i. , C,. 

6 7;Wk* (03. *^JW . kHD+v'I, c 1 _ 6 7;U3^^s ;*h*-> 

) , C 6 _ 10 7U-;US <0!K 7i-;W &£) £WLTV>T'bJ;V>C 6 _ l0 7y 

(xix) 5£ -CO-A 1 k 2 -NR 2 7 -CO-A 1 k 3 -R 2 9 

10 [Alk 2 , Alk 3 *s«J:tf R 2 7 tt«HE£|3|**& ; R 2 9 teg&S (0i - h 

pi, AD^>Hf («, 7y*. £*) » c 1 _ 6 7;wu» (03, ^/w ; 

tKD+vi, C 1 _ 6 7^n^->i (0!l> *b*i/) , C 6 _ 10 7U-;P» (09. 
7xZW &£) ^n^n^LTUTfc<fc^®C 6 _ 10 7U-;US (01 7iZ 

;k ^75 1 ;w iiHKfiitfWIWfi 
mmmm w* -r>KUJk "ov^-Jk ^>V7-x-jk trn«j;u) £^ 

(xx) S 

-CO-A I k-NR 27 -CO-Al k 2 -NR 30 -Al k 3 -R 3 1 
20 [Alk, R 2 7 , A 1 k 2 , Al k 3 ttflrBfcH**«: ; R 3 °«7kf^I^ C 

Aoy>gf yym. mt) . c,. 6 mM (R ;>wp) > t 

HD+vS. C 1 _ 6 7;m^->S. C 6 ., 0 7U-JUS (0«K 7xXJU) &£) £ 
25 WUO>Tfccfc^C 6 _ 10 7 l J-;kS (01 7x-;i/) £^T] T'^nsS; 

(xxi) j£ -CO-A1 k-NR 27 -CO-Al k 2 -NR 3 2 -CO-O- 
Al k 3 -R 3 1 

[Alk, R 27 , Al k 2 , A 1 k 3 *5cfctfR 3 1 SdlBtBS«* ; R 3 2 \twi 
IBR 2 7 trass** iST] T*i££tt£S ; 
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(xxii) S: -CO-Alk-CO-NR 27 -Alk 2 -R 31 

[A lk, R 27 , A 1 k 2 *5«J:tfR 3 ^iWEtnMftwn-Tfa^na* 

(xxiii) j£ -CO-Alk-0-CO-0-Alk 2 -R 31 

s [a i k, a i k 2 i5<ktfR 3 1 \zmmtmMm*9*f\ x^n^t^Ehm 

U^r;k 2-, 3-£fcfcU-tf7V*U> ? -;k i-. 2-, 3-£fcKt4- 
2-fxrjk 3-w;k 2-tru^k 4-tfu^k 2-7U;k 

3-7'JJk 4-^r/u;k 8-4VU;k 4— fV^yUJk tf^v^k 2 
-tflUv^k 3-k!o»J;k 2— fS^/U;k 3-fc!U^~Jk 3 -< 
y^7»/U;k 3— fV**WJJk 1— f>HUJk 2 — f 7< > F »J Mc 

20 i!<o»iiss&a &t*35«fflv^n*. fc^T-*>, 1-, 2-. 3-££ 

l<, i-^fc«4-t!^'jv?;k 1 -tf^7^;u^^*WjiT^s. 
k r&mm&i &mLx^x*>&^w&M£isXte> m*.& (o wiba r 

^itfAr 2 T'g£n5 T^#^SJ ^LT^Tfei^iil. UO WIB 
25 R 1 *«fctfR 3 Tf^StlS rs^S^WLT^Tfe^V^kTK^SJ , (iii) 

R b T*S£n& rd.^wsj t^tii w*.t& *3\>k x^;k 7* 

□ tf;k -TV7'Ptf;k 7>;k -f77*^k sec -v^k lert-7>;k ^ 
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efiwfiMtt^c^&ttaT^+ji'S (flTLtf. *5=-;k x^;k yptf;k 
-fv/otr;k 7^;k -fyy^k sec-^Jk tert-^;k ^>3\>k 

10 ;k x^;u*;W5-;k 7o e;kfr;k#xjk 73sn>*;ktf:i;u££©c 1 _ 6 7 

15 busBA 1 k, Al k 2 £J;tf A 1 k 3 T^$ft£C ,_ 6 7Jk^I/>St LTteU 

(i) 7)V*ls>& <mtf, - (CH 2 ) 2 -, - (CH 2 ) 3 -, - (CH 2 ) 4 
-CH 2 -CH (CH 3 ) -CH 2 -, - (CH 2 ) 6 -, -CH 2 -CH (C 
H 3 ) -CH 2 -CH 2 -, - (CH 2 ) 6 -ft£) . 
25 (ii) 7^kVi -CH = CH-, -CH=C (CH 3 ) - 

CH 2 -CH=CH- -CH 2 -CH = CH-CH 2 -&£) , 
(iii) 7)l<*~U>m m?L&. -C = C-, -CH 2 -C = C-, -CH 2 - 

c=c-cH 2 -tnii) tzzwrn^ztiz. $ftt<n c 1 _ 6 7;p^i/>s m 

*3^X -X3-Vs. -7u\iV>. h'J/fUk xH?*^k>, O 
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OT^n^o s&t:»*b<ttc 2 _ e 7;^u>»T?»s. 

JMW9fc», -CH 2 -0-CH 2 -> -CH 2 -CH 2 -0-CH 2 - 

, -CH 2 -0-CH 2 -0-CH 2 - -CH 2 -S-CH 2 -, -CH 2 -CH 2 
-S-CH 2 - -CH 2 -S-CH 2 -S-CH 2 -fc£tfJflV>e>n*. 

*u<tt5av>L7jio$««*iiia5 tfpu^K tr^uvJk tr 

20 . 

(i) 5£ 

*^4ftV»l/8*il; >0, >C = Ck >C (W) -W*fctt>N- 

(ii) 5£ 
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5 f±. 5£ 

y>fi^ (Mfcfck 7y*, #US, 3£*&£) , Cj.eZJWr;!* (0J 

10 ^^;k x^;k 7ntfjK < vyptf^fci*) , c,_ 6 7;m*vg ( 
*h**>, ih+y, 7p#*~>. -fv7p#3->&a , Cj.jyju 

p*. 7sy**fcttc 1 _ 6 7 , ;w i ;p-*;p#n;wi 7-t^;k 7p 

15 (iii) 

(CH 2 )m^ 




(it*. Elltte»&£WLTl»Tfc«fc^4&V*Ll 2*7f#M5r. X&-CH 
2-. -CO-^di-CH(OH)-^. YH-CH2-. rO-ifctt-NW 
b - (W b «7K^i'^)ttt@^S^WLT^Tt)<t^C 1 _ 6 7^JUS^^-r 
20 ) £. k£«fctfmfcK-tt^n0ft^L4©K»£, frok +m«l &^L4£>g 

»£, ntti&v>L3©aa*€3»r) -e«t>«ti**, 

*T?tt, (i) > (ii) (iii) ftiWiK, 3£K (i) %.tz 



WO 01/21169 PCT/JP00/06376 

54 

(iii) &&&*#SL^. Ci i i> fflf-SiVK. 



5 mm&tmmim&*?) rmztizm, »*l<«. ^ 



-o.-o.-O ,- 





nT^Tfc t fc^c 1 _ 6 r;u3^>'S ^^ xh^, 7o^y, 

Git, *f£L<fi, 7yl itefcfc^OAD^fi^ ; x^;k 7p 

e;k -iw7n\Z)VltaQC y - t 7 ty*** xh^x yptf*^ 

% V 7* P v& £0 C ! _ 6 7 ;U P * ~>S& ET*$> 5 . 
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wT'^£ft& mmmmi tvx\t. wz.it. mmmTKm^mw^ mm 

yyjv-Jk 2-, 3-^fc«4-e7yjx-;k i-, 2-, 3-^fc« 
4-tf^Uv;k 1 -£fc«2-t:^vx;k *;kftuxjk 2-^xxjk 

10 3-^X-Jk 2-fcTD^k 4-tf'JyJK 2-7'J;k 3-7'j;k 4-* 

yy;k 8-^yj;k 4-> fv*/u;k e75>x;k 2-t!U5vx;k 3 
-hfPU;k 2-^5^/u;k 3-tf'j^v-;k 3— rv^7Vu;k 3- 
v 7 u ;k i r > h* u ;k 2 — 1* v k u t*a w<=>*u &a> 

mill (#j*Ji, 2-^x-jk 3-^xx;k 2-tf'Jv;k 4-tf 

^ mmm&i ^bx^xh^mm&tvx^ mtlu. miba r 1 & 
w a T-^n§c 1 „ 6 r^+MtLm mtf, *?\>k x^jk ypt: 

;k -YV:/PfcMk 73\>k -fV^Jk sec-^Jk tert-!/3Mk 

25 BT-^£n<5 ri$fe«2{ico^ySSfc{ii?a:^L51@©c 1 _ 6 T;WP 
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-o . . -o , -O . 

0 

_q XO ,xi .-CO 

j-7?U>m. 4^L12S (»SU<», 5&fr>L10JD 

y>, tru^x tfn-;k <f s^/-;k t^/-Jk ft7x>, 

. ^tv-;k <v^7\/-;k ^if-v-Jk -fv**u-!/-;k */ux 

" a cc cc CC . 

9 n f ? H 9 




m. ufc^Li 2^%mmi ^vx^x^^m^tLxit, m^tt. m 

15 fBAr [ ^Ar 2 X*mn%> r^r§&«j 3WLTV»T%>J:^WUttH* 

w b x*^£ft3 rc,_ 6 7;WPSj tvxit. *?)V* x^;k 7 
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□ e;k >f77*Dtrjt\ 7^;k -fyT^k sec-^;k ten-y^Mk ^ 
^ rc.ejj^usj tf&LT^Tb&^mmmtLxte. &mz* i~3 

5 ^OTJW+^S, ADy>^$nT^Tt)±^C 1 _ 6 7;kn^->S, ADy>ft 

6 7JWk7^/s> >?-c 1 _ 6 7^k75ys. c 1 _ 6 7;p^-*;k^-;p 
75 mx\Z. 7-t^;k75/, yotf^-^kTSA y^u;k75/^^ 
) , ftjktf+v;^ c 1 _ 6 7;k^^>'-*;ufc;us, #;w«*-f jus, 

;k*2> c,_ 6 7;Wkx;k^-;i/S. c 1 _ 6 7;Wkx;k7^-;i/S, c 6 _ 10 
7'J-;p». c 6 _ 10 7U-;k^+3>»*5 t krjC5^fctt6M»^s (#J. 5Px- 
;k 7u;k tfu^fta uEtfm^nz. 



Ar ifcitfAr 2 -T?SSft5 r^#&gj j^LTlr>Tt>J:V>mfc*£H«© 

mxa. ( i ) 5S 
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5 >-^D7;^;us, Apy>{t$nTviTt)<tviC 1 _ 6 7;^*'>S, Aay> 

15 (ii) 5£ 

-O' 

V'tt^C >C (W) -W a £fc«>N-WTg*>£n3* (W& (a) 
tK^^F; (b) APy>If, C l _ i T)l*U>?'t*z'&* -hDS> ->7 

/\pyMb^tiT^T%j:viC 1 _ 6 7;w^ Apy^ft^nwrt) 
zo ii»c,_r>i'P7Ji'*Ai. ADy>jb$nT^T : fccfc^c 1 _ 6 7;P3^^S 
. Aoy>-fb$nTViTfe«fc^c 1 _ 6 7;uw?m tKo^a, 75 y* 
. */-c,_.7;ww75/& ^-c 1 _ 6 7;wp75/*, c,. 6 m^ 
-^;i,fc;i/75ys. c,.,/^-*^^ c,_ 6 7 

;wu-#jm*:=ji>***>& ^j^^rv-^S. c 1 _ 6 7;m^->-*;i/#-;i' 
25 a, awt^'OUk tz-c^eT^v-iJ^wM, 5>-c a _ 6 7;p 
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^ b^&nsm&s^n-e'n 1 &<^l 5{iwLx^x*><fcKDc x _ 
6 7W;«. (Dc 2 _ 6 7;i^x;i/S, (Dc 2 _ 6 7;^-;i'». ®c 3 _ 6 v-£P7 

5 ;WUS, ©C 6 . M 7U-;H^di©C 7 . 16 77^H; (c) A 

tiTViTt>«i;ViC 1 _ 6 7;^;i'S» Apy>ftsnxv>X i b<fcuC3_ 6 ^P7 
;i/*;us, Apy>{b$nT^T : fock^c 1 _ 6 7J^^>'S» Apyxb£ftx 

^Tt)<fcV>C l . 6 7;W^^ tFo+->l, 75 /S> t/-C 1 _ 6 7;l/ 

lo *)i7$ym> ~s-c 1 . 6 7)\<*)i>7s.jm. c 1 _ 6 7JWi^-*;u^P75 
ys, ii>;u5Ji'S>.c 1 _ 6 7;WP-*;i'^x;us» c 1 _ 6 7;u+;u-*^x 

x;i/*S, c 1 _ 6 7;i/^;wx;i/*-jus, c^^u^yui^x^g 
is , c 6 _ 10 7U-;i/*^«fc^c 6 - 1 o7 , J-> , ^+>'S*^^^^^^ :t1 ^^ 

C 1 _ 6 7^*;WS> APy><fc£ttX^Xfcck^C,_ 6 7JU:n*vSA i £ft£S* 

if* <b a«n 5 b& * £ * n s « 2 m * t t h x t> £ ^ c 6 _ , 4 7 u - ; v 

&$.tci*C 1 _ 16 77)V*)imte£iiW&mo £K>t>l% AD^JSH^fcttA 
U? XfSttX^X feet tr> C , _ 6 7;i-3 * ylTMSnT^T H 7 xXJP 
25 l&iWSl^. 

6 _ 10 7U-^S 7x^H^:f) SfcliMf^C^If. ft 
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£t<. mz. c 6 _ 10 7U-;w& muz 7*~mtza).mmT&z>o 

A r 1 *5«fctfA r 2 t LTtt, W^LWT. ADy>E^. ^l^S****'*. 
-hag, ~>77S, AO^rM^nT^Tfei^C ,. G mM, C 3 _ 6 S> 

6 7;i/^>7sys, v-c 1 _ 6 7;WP75ys, xM^;m, 

,r;m*v-*^-^ *mhjh. t/-c 1 _ 6 7;wi'-^;uA^ 
f^S, >'-c 1 _ 6 7;u^-*;wt^;i,s, ;up*S> c 1 _ 6 7;wux;u 

a^coMms^^bWTfeckVi (i) c 6 _ 14 7'J-;i/S 7xx;uS) 

(ii) mmm=?&JMz&mm=F* i»*ii»f»5S«n^i 

ISSl^S OHM- ^X-;US) &£j5S$?£L<, tzfr-Zh. (i)Aadr>{§H^ 

is c 1 _ 6 7;pn^'>s*<fctfADy>ft^nTvsT'b«tviC 1 _ 6 7;wPS^&s 
^ ^^E^?* <ttMHMW ostitis i ftui 3e©Afnif^tf 5 * 

Ar^cfctfAr 2 ^ S fcfcffSLXfcL /\n>7>IH\ C,_ 6 7Jm^^ 
20 S^«j;^AD>7><k$nT^Tt)d:ViC 1 _ 6 7JWUS^^ji^n2>g^S$:^ 

25 frTfc, C 1 _ 6 7;U^rV>S*fcttC 2 _ 6 7;^xW>S*tj(fiL<, c, 

_ e 7;mpi/>x («^ttf, ifi'X hu/^wx T-h7^^w> 
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QtbT«> c,_ 3 7;u*i/>g *?-u>, x^i^>, mj*^u 

R 1 T*b$n*75'Jl<££LTtt, -CO-R a tfctt-CONH-R a ( 
R^WR^SftS rBlftS&WLT^Tt)«klr^flyK*Sj tUTtt 

. 6 y^P7^S« ApyMk$tiTViTt)J;^C 1 _ 6 7^3+vS, ap£-* 
10 Mfc$nT^TfeJ;^C 1 _ 6 7;W^^-S> th'D^yl, 75 ^E/- 

c 1 _ 6 7;wi/7sy*. v-c 1 _ 6 7;wi/75/s. c 1 _ 6 7;!/*;i'-*;w* 
-;P75/s <mtf» 7-fe^7S/, ^pe^-;i/75/. ^u;u7^y 
&£) , c 1 _ 6 7;wi^-^Ji/fc;^ c 1 _ 6 7;wi/-*;u^ 

-jm-*^ *;i/^+->^S, c 1 _ 6 7;up^->-*;^-;1'*, a^/ra-f 
is ;i/S, ; &/-c 1 _ 6 7;i'^;p-*;PA^'f;i/S, y-c^^w-^wt 

^-en-^nWLT^TfeckVi (i) C 1 _ 6 7;WPS, (ii) C 2 _ 6 7Jkr^;l/S 
20 , (iii) C 2 _ 6 7;W+x;i/S, (iv) ^>^>££*8£LWTfc<k^C 3 _ 6 >' 
^□7J^JH. (v) C 6 . 14 7'J-JH^lttt (vi) C 7 . 16 77^H&f 

JilHtfcfT'b, R 1 <hl/Tte, (i)5&HL6M©£g3&1g3&Sa£ <0t If 
•JSWS) £WUTV>Tfc«k^C 1 _,7;Wl'g. (ii)-hP, 7$y^fettC 1 
25 _ 6 7;U3*->-^^^-;i/$:WLT^Xt)«i;^C 7 _ 16 7^;WI/S CKHC ^ 
>> J ;PS) , (iii)C 1 _ 6 7;i/3+v$WL/TV»T : bckV^>-ti>^<i:^Ufc>' 

ADy>gf. -hDl. y7;i. APy>{b$nT^Tt)ci;^C3_ 6 ^^P 
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T^Tt>«tv>c I _.7;wi^ : 5rai» kpD*'>«. 7^/S, ^ey-c 1 _ 6 7 
;u^;u75/Ss 3?-c,_ 6 7;ww75/*. c 1 _ 6 7;w^;p-*^-^7 

c 1 _ 0 7;wux;^-^», c 1 _ 6 7;u^x^7^-;u 

S43«fcTC 6 _ , 0 7 U b b^«nfc 1 &V> U 3 

10 jWJffSL^. 

s-b^^dt^h, Apy>ft^nTv»Tt>j:^c 1 _,7 < «'3*s/as, ap 
i5 -c l _ 6 7;^A7s/a, y-c a .,7;ww7sy*, c l _ e 7;w i ^-*^ 

;wt*-f JHfe. ^y-c 1 _ 6 7;i/^;p-*^A* ; E'r^ ^-cv^jw^- 
20 7 w n;ws*«t c 8 . x o 7 u e»a«nfc i fcn l 3 «©« 

R 2 £LT^ (i)7KfHBB% (ii)C 1 _ 6 7^« <«, >WM » 0ii)C 7 

25 R^tR'Ammz&m^tmzmfctz ^mm^vx^xh^m 

(i) « 
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( , A'PitHD^ ->*&fifci-*7 £*IT t> J: H 4 ft L 8 ft 

vHiiC >o, >c (w 1 ) -w al ifcfi>N-w l -eato*n«S (w 

5 n-5gm»*^n^ni^^L2<awbT^Tt>«k^c 6 _ 14 7 i J-^ (c) 

1 ftV> U 2 i@(0C 6 _ 10 7 U -Jl'gfcWL WT fccfcl^C , ..J-Mr^aSSfctt 
(d) hTUSWSfcSU Wl***®?* hb*o*^S£*:«C 1 _ 6 7;M i ;i' 



75 C 1 - 6 7)l*)l-*)l#-)l7tiSM&&ZSCi- 6 7)l'3*i'-Ji)l> 
20 i?>^£\ X 1 {i-CH 2 -^fe{i-CO-S, YHi-CH 2 -£fcte-0-£5K 
R 3 T-^t>$tl-57v;i,SttT«> -CO-R a *fc(i-CONH-R a ( 

R a «HfiiBiipiici6^^-r) TfbsnsiftiWtL^o 

R a £fctiR 3 Testis rettS£WLTi»Tfe<fct^fl:*3&£j tbTtt 
ADy>-fb$nT^Tt ) <i:^C 1 _ 6 7JU^S> Aoyxb^tiWTfcJ^Cs 



(ii) £ 



10 




15 (iii) ^ 
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C^.T^JUTS/S, 3?-C,_ a 7;U*;V7S/*, C,. { 7MJh*M 
-;P75/S 7W;P75/> 7*P t!^;i/7 5 / , 13-V)V7XJ 

-Om. yUV*3k C t-iTfr&VXfrTts-jm, C 1 . 6 7)l*)\'7>)\'7'(~)V 

c 6 _ 10 7U-;i/g, c,_ 10 7U-;^^>s*«ttf5fev>L/7R©ig*ia 

S^n^nW LWTfcJ;^ (i) Cx-.r^Wr^ (ii) C 2 _ 6 7)V>r~)Vm 
. (iii) C 2 _ 6 7;P+->'l'S. Ov) ^>^>SS£^£bWTfc<fcV>C 3 _ 6 -> 
9u7fr*)V&s (v) C a - 14 7U-;l/£*fc« (vi) C 7 . 16 75^«£ 

15 R^^Sn^S^l^tLTEu -CO-R' (R-fcMatBfcES 

«£jK*T) ttfc, -CO-R c (R c «APy>M^ C t _ 3 

,7;u*;ug. APy>-fb^nTUTfccfc^C3-6> / ^P7;w^ Apyxt; 

_ 6 7;u^;w7sya. c 1 _ 6 7;ww-#;w*=;i'7$/*. 

Cx_ 6 7;pp+v-*;pfcJP», *;ww;ws, ty-c l . 6 7W 
25 ;i/+;i/XJP*-^s, c^^jwwvyj-jm. c 6 _ 10 7U-;i/g, c G _ 

t,<k^O)C 1 _ 6 7;W^ ®C 2 - 6 7)V?-fr&* ®c 2 _ 6 7^x;us> <Dc 

3 _ 6 -> * p 7JWm, (DC 6 _ x 4 7 U -^g £&K® C 7 _ x 6 7 7 JWHS^t 
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T^Tt><fc^C 3 _ 6 v7 07JU*jUS, AoyXb^tlTViT^ctViCj.eZ;!/ 

7^ys> : Ey-c 1 _ 6 7JWi^75/s, v-c 1 _ 6 7;wi/7ays, c t _ 6 
7ju*ju-#jkfcju75ys (WAtf, 7-fe^jU7aA yotf^jkr^ / 
. 7^))i7^;uE) , *ju;=jus> c,. 6 7W-ijj^;n, c t _ 6 
7W-*M^t+->l, #ju#*->jus> C,_,7;p3*5/-*;p3i5- 
10 jus, tofrn^Mk* -c x ^7)v^-)v-ts)vn^ v-c x _ 6 7 
m;p-*jI/a*^;H, xju*s, c 1 _ 6 7;wwx;u^n;us, c,_ e 7^ 
*jux ju 7 ^ c 6 _ , o 7 u -jus^itfc 6 _ , 0 7 »J -J^+yl^ e>M 

tftlfc 1 &tr>b 3{®<D^S^WtT^T ! b<t^C 7 _ 1 67^;WUS^^W 

su*. #ic0*u<«i^^L3ia©Apy>j^^fc«c 1 _ 6 7;m^v* 

15 TB&£nWTfc<fc^C 7 _ 16 75JU*JUST&5. 
R 3 £LT«, 

GO it -CO-R 5 (R 5 «(a)7Km^ (bJ^JUtf+vJUg. (c)C 1 . 6 7;^ 
JUS ;Wk X^JU^<!:©C 1 _37;U+;US) , (d)C 1 _ 6 7J>=i^^ ( 

20 01 *h*'» £WLWrfc£<, ^>-t*>^t^LfcC 5 _ 6 ->^P7JU+ 
JUS ~>7D^>^Jk */9W\**sM . (e)J\Dy>M^ 
a , C 6 . 10 7'J-JUS («, 7x-J>&£) . C 6 _ 10 7U-JU-*JU#nJU 
75 /S ^>y-fJU75y^<i:) ;6>e>&£i¥fr£Mft£ 1 fc^L 2fi© 
g&S£*TLWC*><fcV^ ttSRK^jSWlcS^JR^, »*JK?:fcJ:lA»3II5H s - 

K£$93£ (m. tfuvjk «-jk -7'jjk tfoujk ^7v*u ju^a £ 
^r) T^t>$n?>s ; 

(iii)5£ -CO-Alk 0 -R 6 [Al k 0 tthKo^yl^tWTU^ 
C,_ 6 7JU^I^>S^, »SL<tt^ (CH 2 ) r 1 ( r Mil 3©SSc 
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d.jTW hU^M-a*^) » -ho, C,_ 6 7;U3 + v (0J> 

5 |lg|»SrWLWT i b«fc^C 6 _ 1 oTU-;US (W» » (b)C 6 _ 10 7U 

g£ 1 fctrib 2fflWUTVvcfc«fcVV7£ y > (h) k KD+yStlT^Tfei^ 
15 (i)C 7 . 16 77Wt*yi <0»U O^M"*^) . (j)C 6 _ 10 7'J-;U- 



0v)5£ 




20 (QattS- (CH 2 ) s- (sttlfc^b3©8afc*5*T) (CH 2 ) 
t-CH= (t«0^:^L2©it^t) R 7 {^KiJtjf ^ 



(v)5£ 




25 
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m . (c)C 1 _ 6 7;^^->-*^#x;us (0t * b^vrtJktfxjk xh^> 
5 *;p^x;^«ct*(DC 1 _37Ji'3**>-*;^xj^) , <d)sfc -co-R d (R d 

tfn*l^L2fifl5'\7 i ag : PS:^*rr5 5tt^U6M©1S*li!S tfU 
x;|/> fc^f) fiti^nsl. (e)SC -CO- (CH 2 ) r : -R e (rMil 

-;k xh+^;i/^x;^i:©c 1 _37;k^+^-^;u#xjuS) £fctej^fft 
£ft5&£fc«<f)-C0NH-R f (R , &C 1 _ 6 7,MMl'X (00, pWk X?- 

15 Mt£©c 1 _ 3 7;u*;i'S) ^fc«c 6 _ 14 7'J-;PS (flu ?xx;k ^r^u 

(vi)5£ -COOR 9 (R 9 tt/\py>ft:*nT^Tt)«fcV»C 1 _.7;WU« (fll 

, ^^;k x^;k hU7;k^-P^^;u) s^-r) *e*bsn*S; 



, xh*^;k^n;i/^<h*oc 1 _ 3 7;kn+>'-^;k^x;i,S) , ^tyxny- 
25 ct^x35 1 y'f;kS^fc«Apy>'fb$nTViTt)cfcvwvxpg i y-i';ps^ 

(viii)5£ -CONR ll -R 12 (R 11 tt**S : f*fcttC l . 6 7;U*;U» (#K 
*3Mk x5 i ^<»:(DC 1 _ 3 7;WPS) R 12 &(a) fc: (b)7==/ 



(vii)5£ 
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, v*3MU7SA 5>X^;i>75 7) . (d) C x _jr)V*)\,-M#-)V («U 7 

n^->-*;ufc;i/ (#J, * h*->*;M*x;k ih^y^M-Mt'^C,. 
5 3 7Jkri*->-#;i^xjW , ([)C 1 . 6 7W-iJM-Jm-> (01, 7-fe 

) , (g)^)vy7^)^ (h)^vfl:*nTWbJ:vi5&v5L7Ji©it*aa6 
i5 e fc^(i)c 6 _j 4 7 , j-;w (#j> 7xxjw 38»&j5jEa»jft>6afc»i*«tiai**r 



(R 13 «(a)7K^M^ (b) b FD+^tfC^.y;^*^-*^^ <« 
, h*^#;k£x;k xh+v*^x;pnci:©c 1 _37JU3*->-*^x 
is ;w *^i«*»^&atfns«ft*sWLTt>«fcViC 1 - 6 7;wi/S (flu 
jk x^;k 7 , otf;^i*©c 1 _ 3 7;wuS) > (c)c,. u 77MM (« 

. *>VM , (d)ADy>0^ 7y*S, *3S) fe t t^C 1 _ 6 7JU3^x- 
#;kfc;p (f& ;* h*5/#>*xjk xh*^;MSxJUfc£<&C 1 _ 3 7;k3 

+->-^j;^x;i/) *^sacs»*^atfnsit**&WLw : Tt><t:^c 1 _e7 

20 (Ms 7-t^Jk X^*JU^x;l/^£©C 1 _ 3 7JWl' 

-#;kf>XJU«) Sfc«(e)C 1 _ 6 7;kn^->-^;k^x;P (fl, ;*h*~>#;k£ 

fc e fcv^c 1 _ 6 7;k^;p-^;w\* ; e<;PS («, pwk&^/^e-fjw 
25 (x)^: 

— C O N H — N N-R 



(R H BC 1 .,7JW« («* /^k X3Mk 7Pe;^£OC 1 _ 3 7^ 
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<Xi)5£ 




IS 



— CO 



5 (R * h*v#;k#x;i,75A xh*v#;u#x;Kr5yfc<L*©c 1 _37;p 
D^->-*;^nji/7^yS) ^fc«/Npy*>'fb$nTViTfei^c 1 _ 6 7;w+ 
ji/-^;^-;P7^ys (R jwp#;u#xjp75A x3\>p*;i/#x;u7$ 

10 (xii)iS 



(R 16 tt(a)t Ko^i/43 e fc^c 1 _ 6 7;i/3+v'-*;^-;i/ (f& ^h*^*^ 
#-;k xh^v^;i,^-^£cDC 1 _37;wii*'>-*M-;u) 

is , yDfcf;w^<Jfoc 1 . 3 7JWi'S) » (b)*;i/5;^ (c)c 1 _ 6 7;m+v- 
*jpsKx;ws (#K ;* h+v^tfxjk xh^v*jl/sHx;u^^<DC 1 _ 3 7;i' 

20 3S ; . 

<xiii)5£ -Sp 2 -R 17 (R 1? \t(\)5t£^VQA(Ommm& W. 5ft^L6 

M©m^7sys) *wuo>Tfc±i>c x _,7;wu£ (flu *^;k x^;p 

^t'OC,^?^!) , (ii)C 2 _ 6 7;krx;Ug (#J, if^M) 

(iii)c 1 _ 6 7;u*;u («. x^i/&£©c,_ 3 7JWi') swlt^t 

25 .t><k^C 6 _ 14 7U-;PS (flU 7xx;k ^7?\>W T^t>£ti3S; 

(xiv) iu^L3m<D/\ay>m* w, y^rn. mmts.ii* $f-*v<ityy 



— CO— N. 




N — R 
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(#£U<«* Oz/)\,m) ; 

B&snfcc 1 _ B 7;M i ;i'* pWPfc£©c 1 _ 3 7;M i ;i'*) ft 

(xv 



10 (xvii)^; 



CO 



(xviii)^ -CO- A I k-NR 2 7 -CO-A I k 2 -0-A l k 3 -R 2 8 
15 (xix):£ -CO-A1 k 2 -NR 2 7 -CO-A 1 k 3 -R 2 9 
(xx)5£ 

-CO- A 1 k-NR 2 7 -CO- A 1 k 2 -NR 3 °-A 1 k 3 -R 3 1 

20 (xxi)5£ -CO-A 1 k-NR 2 7 -CO-A 1 k 2 -NR 3 2 -CO-0- 
A t k 3 -R 3 1 

(xxii)^ -CO-A 1 k-CO-NR 2 7 -A 1 k 2 -R 3 1 
25. (xxiii)5£ -CO-A 1 k-O-CO-O-A 1 k 2 -R 3 1 
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5 ;MMP7a/a, y-c,. 6 7^75/l> c 1 _ 6 7;^;w-*;^-;u7 

, c 1 _ 6 7;U3^v-*;u*-;us. qe/- 

c,.,?^-*;^;^ v j -c 1 _ 6 7;wp-*;ua*^;^ x;p 
c 1 _ 6 7^;ux;^-;i/S, c 1 _ 6 7;P^;Px^^>r-;i/a*3«t^c 6 _ 1 

10 o 7 U "bilkfttfc 1 ft 1*1/ 3 ®<DM$S£W L WT & <fc C , _ 6 7)1 

. 0d*.tf. ADy>If, -ho*, y7/S. AO$-*>fbSftTHTt>«fcV>C 

3 . 6 y^D7MJH. Apy>jbsnT^Tfc«fcv>c 1 _ 6 7;m+x*» ad 
is y>{b$nxviTt)ct^c 1 _ 6 7;w^^-s. tKn+yS. 75 

fc;W75/S 7*^75 A ^DW^75y> y^u;u75 

/ft E) , *;Mfc**>;i4k ClJ^^-m^m, 

, ; ey-c 1 _ 6 7;u^-*;vA^-r;i/S, y-c 1 . 6 7;w-AM ; £'f^ 

cfctfC 6 _ , o 7 u 6 Stftlfc 1 ft ^ L 3 £ W bT £ to 

c 1 _ 6 7;^;p-*;i'fc;i.s C0d. 7-fe^Mk x3\fc#;w#njk :/Dtf;k* 
;P#-;Pft if) ft b K 
R 4 £LT«U tK^T. C!_ 6 7;WPS <M. *3Mk X^ft<h*©C,_ 3 

25 7;p*;pS) ftiWtu, ftj&^-cb**^ ^^;ps^$?^t<, 
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SifcttAny><ksnwTt>«i:^c 1 _ B r;w3*->s^-r) T«>;*n& 

5 j tLTtt, 0*W^UV^ 

(1) a 

Q 1 — MH-Z-R 19 f 

p ' _N Cy x2_ ^3 Y 

j/-AJHhjW , (iv)#;k#*v;k 0,^7;^-*;^*^ («, 7-fe 
^;V»75y, ih^y*^fcJl/7$7, :?*D#^>;&;MSx;U7$ A 

;i,+;u^v-*;i/fc;u7sy ^>^;i/^->*;^-JU7s y) 
20 ^§»e>M^n^)g^»^LT^Tt) C fcVic 1 _ 6 7;wus w* ^?;k 
x^;k ^oe;u^^c 1 _ 3 7;i/^S)-. (v)t;-xHy-c 1 . 6 7Mf 

7==/* (00, *^;k75A If;i/7Sy. 5?*^fc75A yX^7S/ 
ft t'O^y -Xtty-C j.,7 W75 ;) *fe«(iv) c 6 _ 14 7U-;w^-> 
£ (0<l> P , «C 1 _ 3 7;k*U>g£. Q 1 «C 1 _ 3 7;U+ 
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5 _ 3 T;m+->S) ziico, so^fc«so 2 (»*l<«, co) 



(5$+, R 20 «(i)7K^^^fc«(ii)c 1 _ 6 7;m^i/-*;i/^-^75y (w 

c 7 _ 16 7^;W^+i>-*;i/fc;i,75/ (011, ^>> ? ;^^->*;ufc;u7 
. *3Mk x^;k yamt'oc^a/MM) p 2 «c 1 _ 3 7j^U' 

15 >S (Wttf. *^U>, X^-WX HJpt^UX *?£L<«U hU*^l/> 
) X 3 «C.H> C-OH£fc«N (#£b<fct CH) Y 3 tt**RH^ 
AP^>lgT (flU 7yi, ^7c«C 1 _ 6 7;|/3^r>'S (flU *h*X 



(2) ^ 




(3) 
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CiS-f. R 21 «(i)i!C 
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R 22 tt(i)7K^M^ (ii)C 7 . ie T7JWW* (fcU *>5W> * <iii)>M^ 
l/>, X^W>, HJ^UX ff*L<tt. HJ*5 L L'» Q 3 ttC,_ 3 
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(5) i£ 




(Ic) 



##0UA-1 : 1- (5-T5/-4, 4-^yj^-)V^>^)l) -4-7i 

#5£0U A- 2 : 3, 4-yhHD-6-^h + y-l' - (5-T5/-4, 
4-y7x-M>f;W XfD [^-7^l/>-2 ( 1 H) , 2' -^Uv> 
10 ) 

###]IA-3 : 1- (5-TS7-4-(4-^ h^y7xZJW -4-7i 

###1 I A - 4 : 1- C5-75/-4, 4-t'X (4-^DD7xz;W ^> 
-4- (4-7MD7x-W ty^s» 
15 #%^JIA-5:3, 4-vtHD-6-^ h^rv-l '- (6-757-4. 

4-v7x-;u^\+i/Jl/) Xfcfa C^-7^1/>-2 (1H) , 2' -^'Jy> 
) 

###JIA-6: 3, 4-yth'P-6, 7 -V* h**>- 1 ' - ( 7 -7 = 
7-4, 4-y7xZM7*^V) XtfO (^7^l^>-2 (1H) , 2' -If 
20 ^'Jy» 

###JIIA-1 : 1- (N. N- 5** ^73,0 -4, 4-y7xrj[/-5- 

(^5^757) ^>*> 
#^JIIA-2 : 1- (N-^>^-N-^^;U75 7) -4. 4-y7i- 

25 ##f>|IIA-3 : 4, 4-x!7x-;P-5-*;i'i=jU7a/-l- (t^'J/ 
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##0iJIIA-4 : 4, 4 -$?7x-JU~ 5 -*JU^JUT5 /- 1 - (2, 3. 4 
5— rh5t:Fni-iH-3-^>X7*tfkr>-3-' fJW W&U 
#%#JIIA-5 : 4, 4-v J 7x^;i/-5-*;U = ;U7=y- 1- (4-7x~ 

5 #^JIIA-6 : 1- (4- (4-7MD7i^l/) fcWv>- 1 — f ;M 

##0iJlIA-7 : 3, 4-S?bFQ-6-*h*->-l' - (5-*;P5;KT5 
y-4, 4-y7i-JK>f;W C^7^U->-2 (1H) , 2 ' - tf 

10 ##0»JIIA-8 : 1— *>5>/U75/-4, 4-y7i^-5- (h->;i/75 

#%0iJI]A-9 : 1- (N-^>> 7 ;U-N-^5 1 ;i'7S/) -4, 4~v7x~ 

;u-5- (h^7ay) ^>*> 

#^F!|I1A~ 1 0 : 4, 4-y7i-;kl- ( 3 h D^>^75 7 ) - 
15 5- (b->;P75y> ^>?> 

##0iilIA-l 1:1- (3 -7S 7 "*>SW75 /") -4, 4-^7x3- 
5- (b->;U7S7) ^>^> 

###111 A- 1 2 : 4, 4-77x3- 1 - C3- ^ 
>vJU75/) -5- (h->^75/) ^>^> 
20 #^F!)IIA-1 3 : 4, 4-y7x-JV-l- (2 - <j;i/7i 7 ) -5- ( 
b>-^75y) ^>*> 2&&tt 

###|IIA- 1 4 : 4, 4-y*7xz;Hl- - 
5- (h^75y) 

##0yiIA-l 5 : 4. 4-^7x^-1- (4-7x^^7y>-l- 

25 -5 - (bi/)V7^y) ^y*?y 

###]1IA- 1 6 : 4, 4-y7x-Jl/-l- (4- (2-/h+y7x-JW 

M^yy-\—iM -5- (h:WU7a/) ^>^> 

##WIA- 17:4, 4-y7x^-5-/y^757-l - (4-7x- 
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###]IIA-18 : 5-^>-t?>X;P*-;l'75y-4, 4-y7i3- 1 - 

##0sjIIA-19 : 4, 4-v f 7x~;i/-l- (4 -7xrjHf^U $V) -5 
- (2, 4, 6-bV**)V*>i£>Z)1'&—)\'7£S) ^>9> 
5 #%0t|IIA-2O : 4, 4-vXx-JU- 1 - (4 -7z^Hf ^'J ->V) -5 

-(2, 4, 6- mm vyDtr;^>-fe*>x^-;u7^y) 
##^jiia-2 i : 4, 4-y7x-ji^-5- ( 1 -77^U7;U*:i;i/75 / 
) - l- (4-7xn;vtf^'J v7) ^>^> 

###JIIA-2 2 : 4, 4-y7iz;P-5- (2 -^^^WX^-^TS 7 
10 ) -1- (4-^x^Hf^U^/) 

##WlIA-2 3 : 3. 4-yhh'D-6-^^y-l' - 

5/-4. 4-y7x-JK>fW XfcfP C7:77U>-2 ( 1 H) , 2' - 

###JllA-2 4 : 3. 4-ytKo-6-^h+y-r - (5 - h>^7S 
15 y-4, 4-y*7i-M>W) XhfD [^7^U->-2 (1H) , 2' -fc! 

^'jy» 2mmm. 

###|IIA-2 5 : 4- (4-^7DD7x-Jl/) - 5 -*Jl/$;KT5 / - 4 -X 
x-;U-l- (4-7x-;i/tf^UvV) ^>^> 

#^JIIA-2 6:4- (4-i/DD7i-A) - 5 -*;U5;U7^ /- 4 -7 

20 x-;u- 1 - (4-7x-ji^tf^7v>- 1 -- 1* ;w ^>^> 2111 

##0iJIIA-2 7 : 4- (4-70D7xr;W -1- [4- (4-7M07 
i-Jl) fcf^^v>-l— r;W - 5 -*J^;V75 7 - 4 - 7x-JK>^> 

##0J!IA-2 8 : 4- (4-^DD7xrjW -1- [4- (y7x^M^ 

25 ;w tr^7^>-i— r;w -5-*;i^;i/7^/-4-7x~;u^>*> 

#%^JIIA-2 9 : 5-^Jl/5^75y-4- (4-^h^y7x-JW -4- 

7xZJ|/-l- (4-7xZi;Hf^iJx/) ^>#> £££ 

#^IIA-3 0:4- (4-^h+y7x-JW -5- (1-77^7^* 

-;u75y) -4-7x^-1- (4-7xn;nf^u->V) ^>7> 
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mmi\A-3 1 : 4, 4-t*X (4-^DD7x^) -1- C4- (4-7 
###|IIA-3 2 : 4, 4-b*X (4-^PP7x^) -1- (4- (4-7 
##f!|IIA-3 3 : 4, 4-h*X (4-^OD7x^W -1- C4- (4-7 

mo7x-jW k^7>-i — f;w -5- (b~>;u75/> ^>*> 2 

10 ###|IIA-3 4: 1- C4- (4-7^071-^) ^7^-1-^^ 
3 - 6-#;U^7^/- 5, 5-y7x^A^> 2&SS& 
##WIA-3 5: 1- C4- (4-7;VtD7x^W l-** 
] _ 6 -*JU5Jl'75/ -4, 4-i?7x-M^f> 2£BK& 
##WIA-3 6 : 4, 4-v7x^Jl/-l- (4 -7x^l/^'J -7/3 -6 

15 - (hi/;U75/) / \+1t> %BKtt 

##fllIA-37 : 3. 4-yhHD-6-/h^/-r " (6-7"fe^7 
= 7-4, 4-y7xrji/A+yJl/) XtfP C7"7*U>-2 (1H) , 2' - 

mmUA-SS : 3, 4-yhKD-6-^^y-l'- (6-h*>;U7S 
20 y-4. 4-y7xZM^yJW 7k°P «"7*U>-2 (1H) . 2' -k* 
^'J-7» $L&& 

##«IIA-3 9 : 3, 4-ykh , P-6-^^y-l' - (6-^>-7;y7 
S/-4, 4-S?7i=JK+'>^) XtfD (7^7^^>-2 (1H) , 2' - 

25 mmiB-1 : 5- [4- (4-7DD7x^) -4 — k HP^y^'Jy 
/] -i-tJn;|/ = ;!/7S/-2, 2-y7x-M>^> 
0^miB-2 : 5- C4- (4-7MP7x-;W \L^y=J»-\—iM 
-l-fc)V*)V7S.y-2, 2-y7x^JK>^> 2jfflK% 
##0UB-3 : l-^5;i/757-5- (4-kHD^$/-4-7x-;Pk 
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###|lB-4 : 5 - [4- (4- hU7;U^-P^^;i'7x-Jl/) -4-th'O 

#%«fiJlB-5 : 5 - [4- [3, 5-tl*7s (Y x )~7 )l^U*3-)V) 7i'JW 
5 -4-hHD+yk^'Jy/] - 1 -*;U5^75 /- 2, 2-y7i-M> 

##«sjlB-6 : 5- [4- (3, 5-y^PD7xZ» - 4 -b h*D^->lf 

-1-^5^7^7-2, 2-x7xZM>^> iftltitL 
#%#|lB-7 : 5- C4- (4-i?PD7i^;H -1, 2, 3, 6--rh^ 
10 kKDt?'J5>>-l-'OW -l-*;P5;U75/-2, 2-77irM>^ 

##^JlB-8 : 1 -*;kS;P75/-2, 2-y7x-^-5- (4-7xr 

###|lB-9 : 5 - [4- (4-^DU7x^) hf^'JvV] - 1 
15 7U75/-2, 2-y7x~JK>^> 

#%W1B-10:7- [4- (4-^PD7xZjW - 4 - 1 h* D+vtf^'J 

v 5 /] -i-*;i/s;P75y~4, 4-^7x-W^> i&i<i 

##0iJ2B-l : 5- [4- (4-7W07x-JW - 4 - 1 KP+vtT^U 

y/i -l -^;u=;p7sy-2, 2-> ? 7xr:;i/^>i5'> mmm 

20 ##^2B-2 : 1 -*jl/5>>P75 J - 5 - [4-th*D^y-4- (4-/h 
+y7x-JW tf^'Jv/] -2, 2-y7x-M>^> 
##fiI2B-3 : 1 -*;U = ;U757- 5 - [4-tFD*y-4- (2-tf'J 

tf^Uvy] -2, 2-77x-M>^> 2&&S 
###I3B1 : 1 -7-fe3MU7a/"-5 - [4- (4-^P07x^) -4 

25 -kKD*->t!^U>V] -2, 2-y7x-JK>^> JgS% 

#%0>J3B-2 : 1 -7-bh7-fe5 L ;i/7Sy-5- [4- (4-?DD7x~;U 
) -4-kHP^y^'JyV] -2, 2-y7xzM>'^> 
##^J3B-3:N- [5- [4- (4-^PP7x~JW -4-tKD*xfc! 
^>Jy7] -2, 2-z>73L-)Wl>W] 7^-»75 iftSllft 
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###|3B-4:N- [5- [4- (4-^D07i^W -4-fcKD^fc! 
^>J>V] -2, 2-y7x-M>fJH 7£~»75 
##^J3B-5 : 1- [5- [4- (4 -7 DD7xx;l,) -4-fcKn*vtf 
^U^y] -2, 2-y7xZM>f;W - 3 -JL^frVVT 

5 ##««J3B-6:N- [5- [4- (4-^DD7iZ;W -4-tKD^S/H 
*U5V] -2, 2->*7x-M>fJH ^^>7M>75h* ftgft 
#%0J3B-7 : 7i-Jl/ N- [5- [4- (4-^DD7x-^) -4-k 
Kn=^>fcf^UiV] -2, 2-y7x-M>f;W £;w\*;*-h 
##0iJ3B-8 : l-T-k^;U75/-5- [4- (4-7PD7x^JW - 

10 4-tHP^rve^'JvV]-2-7x-;P-2-(2-t!Uv;W^>^> 2 

###J 3 B - 9 :N- [5- [4- (4-;?DD7xrjW -4-fcHn^vtf 
^UiV] -2, 2-y7xrM>fJH ttVS. K&X5MU J&8I% 
##H3B-10 :N- [5- [4- (4-^PD7x^l') -4-tKD^> 
15 fc^UvV] -2, 2-y7x-M>^] ^?Dt= F&xTJl/ ftftft 
###|3 B - 1 1 : N- [5- [4- (4-i?un7x-JW -4-th*D+y 
fcf^'J^/] -2, 2-y7xrM>fJH FixfJl. 

:^>v;P 2-((2,2-y7xrjH-(4-7x^^U^;)^>^V) 

7^y)-2-^vx^;^jPA'^-h ft&ft 

20 «0iJ2 : tert-7^ 2-((2,2-v7xX;i/-5-(4-7xX;i/tf^U ^y)^>^ 

7 5 / ) -2-** v x^;u# ;p a* y - h 

^JS0ll 3 : 4,4-^7xx;W7-(4-7xx;Hf^'J vy)^7^75> 2&® 

ft 

HM0iJ4 : N-(4,4-v7xXJU-7-(4-yxXJl/t°^UvV)'\7^)-4-y5 1 ^ 

25 ^>-if>7;u^>7S K 

^Jg^J5 :N-(4,4-v7xX;P-7-(4-7xx;Ubf^U>?y)^7^)7-ll^5 F 

6 : N-^>>MHM4, 4-^7 xXJW7- (4-7 xXJl/ fef^ U *J A 
)75> 2ft£ft 
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HflS#J7 :N-(4,4-^7x-;i/-7-(4-7x-;Hf^<J> ? /)'\y^)-N-(3-^ h 

mmm8 :$-{i,4-Vy x-)),-l-(4-7 zl-JW'IV /)'\'7 : ?)\')-ti-(2-* h 

5 :N-(4,4-v?7x-;W7-(4-7x-;Hf'<U^y)'\y^)-N-(2-7;P 

Hffittl 0 : N-(4,4-v7x-;U-7-(4-7x-;Utf^'J> j y)'\7^;i')-2-5 L ^ 

'MMWl 1 : N-(4,4-v7xn;W7-(4-7x-;Utf^'J v/)'\7 P 5 1 ;i/)-2-7x 

mtfoWl 2 : N-(4,4->?7x-;l/-7-(4-7x-;i'tf^U^/)'\7°5 1 ;W-N-(2- 
fI-JM^)75> 2i£&i& 

Hifi^Jl 3 :N-^>-^-N-(4,4-> J 7x^;i/-7-(4-7x^;i't:^'J> J 7) y \7 P 5 1 

15 HJ£#J 1 4 1 3 1 (DfcG®. 

±%Z<Dit£® (I) (Dot. ft 



R 23 ttAD^r>If (R 7**1^ a^SSJS^) . C x 

. 6 7;^^y (fl|, *h*-X Ih+y) ^ct<^C 1 _ 6 7;WI/ (0J. *3Mk 

*i/-ti)lX-)V7^; ^>y;^+y*Mr^75;) Sm^TTSC^ 

6 j;wus («, ;Wk x^;k 7otr;^a p 4 &c 1 _ 3 7;Mri/> 
n£, Y s «7kitim^ /\oy>M^ («u 7>y^^, js^shk aomm? 

25 ) ^fc«C,_ 6 7;m^>'S (R *b*-X xh + x 7o»5» £; R 26 




(la) 
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10 Y 6 £J;tfY 7 <>:LT«. 7mmWttf^Ll\ 
R 26 tLTH 7K^MW»*LVi 0 

(I a) ^^JtLT«. mmWl. 5 7. 5 8, 7 5. 7 6. 7 7 
. 8 0 ttte 1 0 3 (D{t^mtiEi)m^^\ 
£fc. Mf3b£::£ (I b) (I c) ^m>^Mi^m^tdA^<Dm> 

15 ftfi&l'b^T&S. 

Ib^(Ib) O^WJ.hLTte, «^4 4, 45. 47. 10 4. 105 
. 1 0 6. 1 0 7. 1 0 8. 1 0 9, 1 1 5, 1 1 6. 1 1 7. 1 1 8. 1 20 
. 1 2 1, 1 2 2, 1 2 4, 1 2 5, 1 2 7, 1 2 8, 1 3 0Sfcttl3 1®ft 

20 it&m (ic) v>¥kwmt.hT\%. %imsi. 59, 6 5<mt^&£;w 

#^<7Mt£tl (I a) ©^DK77^1 ^rttis^^^S^TT^* 
^ff J: Dfl^ (I a) \z%m%\t&W. ?tet>%Bmmz 

rn.it. mtc. iPTK^^^^ctT^ti (i a) izmttzits®. mm\z 

25 &r>Mttmte£*&zwat&%} (I a) K«i-£{fc£«&oT£V\, 

(la) <D7°U Fzrytfb LTte. (la) OTS/S^Tv^ 

ft, 7;wwb. D/u^k^nfc^ti <b^» (1 a) ojs/s^x-r 
□■tJV-OMfc, r^-JHb, ^>^;U7s/#>>i/#xjwt. (5-^^-2- 
**V-1, 3-s*fr3 l vU'>-4-<;W ;* h*v#;P#xM:, xh^tb* 
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P77-;Hfc. bfDU^M^JWb. fcfA*n<JM-*>'*^JWfc, tert-y 
3\>Mfc£nfc{t£$Jfc<!:) (I a) ©7KlSI^7yJMb. 7)l*Mt. 

DA/M. «?^fc$*i/c<fc-&g5 (#K (ia) ©7K»£#7-fe^;Wfc, 
/wsH-owk 7D/v<;Wfc, tr/tP'f-M:. u-^vxjwk 7^u;wfc, 

i a) <A#;^*v;pg#xxx;Wfc, Kft:snfc^«©*;^+->;ps 

^jur = y^^;uxx^;Kb, tfAD^^^+^^^uxxx^k. ih+y* 
;ute;p^vx^;uxx^;Wk, 7^iJy;H7rJHk, (5-^^-2- 

tf£>n3o ^ne>©<fc^«jtta#4i»i©*acfcj:oTft:^* da) a^iaer 

*^BJcofb^ (I a) <D7u K7>>^lt JOI»£l 9 9 O^fll rg 
15 ^ D D p©^j ^7#^P^fM 6 3H><=> 1 9 8KKEi£$nW5cb5£su £ 
HW*frTft;£tt (la) iC^k-T^fcOT^oTfectV^ 

(lb) v (Ic)H •?UF7y#tLTm^Tb±<, WtfuYv 
y&tVXit* tmte&m (I a) <07uY7yV£Wm<0hV>tfmft>tlZ>. 

its® (i) fimzmtfLb. tn^m^^Lxmi^n^m^ ^numm 
mm&)\z&®2n%&tLxte> mmm, mmu. v>wtBL -u> 

, -WOWM. 7TMi, fS5^> nA**ifi, ^x>ggit. ?L®ifi. ;* 
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(i) *it\tto>m& m&ytm w* 3 h; 14 c, 35 s, 125 ns.a 

S^tC, ffr&fc (I) *S**T?*?T'b, TKfO^T^-pTt) 

10 <fcV>. 

1-7135 o^«^ffcBB«snTv»s^**^tt-entJ|!ii:*^c 
15 (i a) ztcit'tvmt, a 




(I a- 1) 



R 23 -COOH (I a — 2) 
20 Jfo£itT7'>;Mt't5rt\ *fci*> 




(I a-3) 
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R 32 -X ( I a-4) 

it&m (ib) &tz.\t*<om^ a; 



Q 5 — NR"-CO-Alk 2 -NHR 27 




P 5 — N X 2 



-a 



(Ib-l) 

R 29 -A 1 k 3 -COOH (Ib-2) 
10 fc£$J (I C) s 



Q 5 — NR 2$ -CO-Alk-NHR 2T 




P 5 — N X 2 



(I C — 1 ) 

(D a i k 2 d«@«i»*^UTViT i b«tViC 1 _ 6 T;mrW>»©^'&» s£ 

R 31 -A 1 k 3 -NR 30 -A 1 k 2 -COOH (Ic-2) 
(2) A 1 k 2 jWg'&^<D8£» 5£ 

R 31 -A 1 k 3 -NR 30 -CO-X R 31 -Alk 3 -NCO 

(I C-3) 

20 est. xttBtttss. mo&mtmfttmMm**-?) T*3n*Rj£tt« 

M(Ia-l), ( I a - 3) » (Ib-1), (Ic-1) *fctttO 
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««. ^8-253447^. #n¥io- 

8 1 6 6 5#ft«U 1 1-7 1 3 5 0^&*&£K:ie*^T^S;fr8sa 

J (I a-2), ( I b — 2) Sfctt (I c-2) T*3nsWttffl&®RJ&tt 
5 fHSflefcl/ttt* (I a-2), (I b-2) (I c-2) 

5£ (I a-4) Tf^Sn*S*ttR«#tbTtt> 77)V*)l>**z'*)Vfi 
-;UA^-YH (R 77Wt+v'*Jto^D | JH, 77MM4-> 

OigliBtt 77W 7iZJk KixXfJk 75J^^ P--h07i 
z:^ KilXfJK N-((77JWmy)*M-M^'» ^«<Bt-f 5 H 

15 ;M*-;U£oii h\ 77^^ P --hD7x-;i/ K»xxf;^it^. 
J (Ic-3) -e$;£nSRfcttK*fr£UTtt, Mfc7U-;U**fctt 

;u>i7*DH f&£) , *;wt ' >ixxt ;^ fctt* («. *^ 
20 +-»'ntt<R'r5K, i-((7=y)^Ji'»)'f5yy"j^a » •fv-xr 

7->;Nb43j;r>*'7W Fft£J&«, &%\(DJ5m 9 77 

ypisaj-Jl iffr—? -?\/nV—i/3>% (ORGANIC FUNCTIONAL GROUP 
PREPARATIONS) Sg2Jfc, 7*7* V 9 7V7>tt (ACADEMIC PRESS, INC.) IB 
25 «CD7j&] t2fSDTfr5dt^T^S. 

a(Ia-2), (I b-2) (I c-2) T*£tl£*H$® 

©R*ttSf«#** Vitt (ta-4) . (Ic-3) T?*$n5EJ&tt«iil#£ 
. JfSKH:lfi:^l/3iItft^« (I a-1) , Ua- 

3). (ib-D, (ic-i) ttittom.t*, ^m&®m<¥rKfoffim 
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, 7-feK— HUM N, N-^.^*JU5;P75H (DMF) . 7th>. * 
5 ^x^Jl^hX v^JU^xM^K (DMSO) . Mzii*W8kibZ>W* 

io mmtLTit. &&&& w«wft*tt>*3waa*c»*. lt« 

W8HfiS£LT«fc:y^X 2, HJX^;P75X N, N-v 

is -<yypt:;ux^75>/cj:<h*7&^f^n. +T?t>MJx3\;P7^>. n, n- 

V7°P tMUX^U75 >&£<Z)3$i75 >S^$Ui. 
11. 5^i0iJi^>ity^OA+i/MM^i H (DCC), 1- 

x^p-3- (3-v^^;W7^y^Dt:;i/) ftjirfsH^Htttttt (wsc 

l&^H. 5^1©N-tHn+yCtt<H<5F (HOSu), 1-th'O 
^^>Xh'J7V-;P (HOB t), N-th'a+->-5-;^«>-2 
25 , 3-S^*;P#*W5H (HONB). «C«i:©*;i/^>ei©ffitt^J^#$ 
^ZCtlZkO* KJfctf£K)?iMlzmfT-?2>M£>$>$>Z> 0 



WO 01/21169 



88 



PCT/JPOO/06376 



F 




5 7)Vu*rz/k m> Ih^->. 7n#*>\ MJ7jM-D*r»*5'ft 

E) £^T. ] ?a^n5ft^!lSftl«0«tt, ffc#B> (lb) sSfcl**©!* 

s mXKft&WS- 2 5 3 4 4 7*t&*. 0 - 8 1 6 6 

3pi i - 7 1 3 5 o^&m££izmm2nT\,*%ijm&%w**n\zmvz>j] 

f£ffl£*Tf MCHt;iEif5^S©fgS-M?pjttTffflt^5. * 

15 o 

-ymn-fcfr^y&ttM (OT, MCH£ia#j£HtETS£t«5). nt 

Mfc (malignant mastocytosis), ftBttJESS (exogenous obesity), iA-i>l/ 
a ij >tt!E^ (hyper insulinar obesity). iiM14SE^I(hyperplasmic 
obesity), TUffcftMii (hypophyseal adiposity), ftjfjL&&ff£t£ 
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(hypoplasmic obesity), ^ttl»*lfil(£TI!Eiftfi (hypothyroid obesity), 
ToBttllEji (hypo lha I am ic obesity), SE^ffiiEii^E (symptomatic obesity), /Jn 
JrEIEU (infantile obesity), ±¥#«(upper body obesity), MttJEftt 
^ (alimentary obesity), tt&B&teTffilEMypogonadal obesity), 
5 JE^BS^ (systemic mastocytosis), mttJEM (simple obesity), 4><bttE 
^central obesity) fc£], (hyperphagi a), mmmm. mmnm 

tiMttflne* nm^ttw^, »suBttMftf), »M<t& 

15 *56"HOMCHfefii3H^«ktXEIIIftJ«'fttt. ^tl^n^tl (I), (la) 

, (ib), (i c) ftfctt-toEsaiwcwsnstiLft, *-®«**i>ttiHi 

20 ttiw^i, mtf, H^asnc**t*Rjgffl, m^j, mmm 
■ mmmz&Kzmm. mmmmi mmmi m^imu mmm. mm<t 
tott&mvfztiz. wmomzs ®mu mum 

, mmi -&mm. mmu mmmu^mnnm^m^^zthrt^ 

25 fgn-fe^p-x, «»»*^-fKte^*tf en*. 

IS^JWtUTtt, W;Ltf, ^H-feJUP-T.. Sit, D--?>-h-;k 

hu>, t h*D^'>yDtr;nr;i/D-x, t KP^ypt^M^Hr^P- 
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^x^^i^kP-T^Uv^A, ^pTs^Mp-x^HJ^a. #;k#* 

5 i^^kX^-^HJ^A, &B&St FP^^Pl^kfeJkP-T. (L- 
HPC) fc^W^ttS. 

^Dzf-jw p*^ h^^ppv-^^^tf e.n^o 

i^*$«j£ij£LTi3u mZ-l** #»JX5P!/>^'JP-Jk 7Pt£l/>^UP 

io -;k d-^>x] — ;k $m#m^>^;k x*/-;k hUXT5y^^> 

, nl/Xfn-JK h Ux* y-)V7^>. er^HJ^A, 7x>g£:M>iJ 
?A&£^We>*l£., 

15 A, m^>-t*hx-^A. tyXfT'J ^^'Jt'J^fiDWtti ; 

*_fc£#'J tfx;u7;up-;k ^'Jt'^ufP'JKx */;kj^>*^-fejUP 

vX^HUko-x, k HP^>-^Pk!;!/-fe;i/P-X^£c?)^*tt^^75:<?: 
zo #®«J<i:UTfi, 7K£iN D-v;nfb-;k ilfe}- HJ ? A, 

^^jibxfi, wku. v>m.m, mmu. zxymmtzaoM 
;k ^> s y)V7)Vu-)V. 7x^^;kr;kp-;k jth'om y;utf>» 
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•fe;p^tr). faESflftt*oftaffl;a»»i (flu &T&uay! ©nftawai, » 

^Jctf^fBW^ISJUftj***©^* (la), (lb), (I c) Sfc 

io »esxiwto^oi9 o . l&ui/iooiiras. 

*5fiW©MCHlg«aB*s«t^B6l!iafi!E«©fi«tt, 

me ok g)\zmn&5-?2>m&o i s sfc o -en-enw^^i? 

15 (I), (la), (lb), (I c) *fctt-tOBjgWtcWP$$ns* 

<hUT, *90. 1&V>L#J5 0 Omg, £?£l/< 1 &t>b$J 1 0 Omg, 
S&fc$M:L<ttil&5&V>U8l 0 Omg-e&D, :©M1B lSHLliB 
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■^U^OfkW > JTT-501, GI-26 25 7 0, MCC-555. YM 
-440, DRF-2 5 9 3, BM-1 3-1 2 5 8, KRP-2 9 7, R-l 
19702, CS-01.1 fctt*. 

10 ^'J-h\ S^U-F (KAD-1 2 2 9) , J TT- 6 0 8fc£*<£tf b*l 
E^7^f HffltbTtt, WU£ ;*b*;i^>, 7**;U5X 7i>$J^ 

#3Stf&tt5. -f >*U>£bTtt, 0. 4 5^b0. 9 (w/w) %<DWf&£ 

§7d^SM >xy>ffi»fc£fcJflV>&*i*. SbK, -r>XU>«> -t©7 
20 77**>h&£V>&^l& m. INS-lfr<h*) TS?Tt)<t^. 

-f>xy>fctt* -*bsl +W3a, HBfcs&^a* 

25 0 3 7 F Vir 'J >g£#ft®jH£ LTtt* flIAtf, AJ-9677, BMS — 
19608 5. SB- 22655 2, AZ 4 0 1 4 0fc£<Wf bft&o 
±ffi£J'JW:t>. WgMfeSgj £l/Tft, W&tf, UP^yK 7:7 All 
b\ 1/7°^X BAY'-27-9955&<J;;^tf btl5. 
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yh \< S.UZ?yb lif^l-X^ y h ; SNK-8 6 0 ;*M)VV7,$yh ; 
AR I -5 0 9 ; A S - 3 2 0 1 izEtfmi <=>ft3. 

10 v *V>^> (memantine) , lf7yKU> (pimagedline ; ALT-711) UEtflg 

y;k 77t^u;k x5:/y;k ysv^yjk -f^yy;k ^± 

^»j;k.^7lf^UJk x^^'JJk h^>H^yu;k (&&) vx~>*tf 

25 >&£#3swrsn*. 

^7'J'>A^^>^;H3n^tLT«. ^y^D^^'JA. L-27152, 

AL 0671, NlP-121ft£Wtfe>*l£o 
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U^v^Jk )VV*)W>* -i)W<D-JU^>. CS-866, iinm£ifimf*>tiz> 

o 

wuG-cop,wmmmmmL\,x\t. mm. utwf-y* ~»a*x 
nwf->* -i^n^^y. zd-4 5 2 2£fc« j en6©& ^hutf 

10 74 77-h3Mfc£4fci:bT«, ^tf7-<77-K 9 V J 7 4 7? 

o 

±15 retTOilj fcl/rtt, «*tf. 7o;i^7iftf*^h% >>7-t?/iA, 
;i/7°77^A» 7;w> ? 7'tvtA^t>we»n§. 

Ttt, mm, (1) MCHiS^*fc»IS*a^4:flffflffllSI«!lt&^«ffc» 

^KbL,T#e»n^¥-cDW©^ (2) MCHmmmrz\mnmjmt& 

^ (3) MCH*^*fc»E*»^i:WfflffliMttffl*fcl^UTll 
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15 s v^^l/y h (singlet) 

d : 97Vy V (doublet) 

t : V x )7Vy V (triplet) 

q : 97)\/7'V Y (quartet) 

. m : 7)^U7 h (mult ip let) 

20 br : yn—H (broad) 

brs : yn- Y- s s*>9Vv h (broad singlet) 

ABq : AB^7;Pfi/ h (ABquartet) 

dd : *r?fr#7Vv h (double doublet) 

J : tlyZf l J >!f1£$k (coupling constant) 

25 Hz : s\)iy (Hertz) 

CDCl 3 : S^DD^Jkk 

THF : T-h^th*D7^> 

DMF : N,N-y^?MJl/A7SH 

DMSO : y^^MJ^yF 
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J H-NMR : h >mm&% (MT&ty U Wc) 

UPAC-IUB Commision on Biochemical Nom 
enclatu r e \z&m^&%WZ%&ft^"&ftZ>&%^\zM-J< 



DNA 




C DNA 




A 


: T^r—y 


T 




G 


: 


C 


: x 


Tj TV T A 

RN A 




mRN A 


: p*> y kl y y t j 


a A 1 P 


. j^-jh-t c > 7 V — 1 1 Vi 

. 7^/\-tt y j j / y y — v 


-J #"p rrp T~> 

dTlr 


. y --p <x . J >S OX. 


a G IP 


. ^r>j -~v yy / / y y — - v ^ 


dllr 




ATP 


: 7tV ->>H'J >g£ 


EDTA 




SDS 


: HfvJUlit h 0 


E I A 




G 1 y 


: 


A 1 a 


: 7?X> 


Va 1 


:/V)> 


Leu 


: p< ~>> 


I 1 e 


: -YVD-f 


Ser 


: -fe'J> 


Th r 
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-%r o 

u y s 


- /ati y 


ivi e t 


. x/ ^r_-J v 


b J U 


. v jvy ^ /» 


Asp 




L y s 


: U v/ 


A r g 


: 7;i/^^-/ 


T 1 • 

H i s 




Pne 


: 7 x.—JUs 7 — s 


l y r 




Trp 


- hU7 h/7/ 


tr r o 




A s n 




(j l n 




p G 1 


• L-F r-i >/ ii A7 ~- ^ ^afife 


Me 


: 


E t 


: X3^S 


Bu 


: 


Ph 


: 7xZJH 


TC 


:^7^Jy>-4 (R) H 



20 *B^#4.x*mffl^n^®ma, «ss^ck^^^TiB©gB^T*^iB 

t o s : p - h;bx>x;ufc;u 
cho 

B z 1 : *>SW 

25 Cl 2 Bzl : 2, 6-y^DD'<>y^ 

Bom :^>~J)V^i/^)V 

Z . : ^>yJ|/t+y^M*l^ 

c i - z : 2-^DP^>v;u^x^;ufc;u 

Br-Z : 2-ypq£^>vJl/^v*;i/^^;i/ 
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t -7h*->;*3\>u 

n- 9 -7;u^^;w^ h+sdbjwfc^v 

1 - 1 h*D4 : ^>X b U 7 
3, 4-vkKD-3-tHD+y-4-^V- 
1. 2, 3-^>*/hU7v> 
N-tKo4 1 >'-5-y , ;U#JU*>-2, 3 

10 

15 I P E : V fc^l/X—r^ 

:fb7kH077> 

(Efl#ff : 1) 

20 79 hSLC-1^3-F-r-5cDNA<DX^U— X>^^fflLfc^fi£DNA^Yo 
CE5i#^: 2D 

7 >y h SLC-1 £3- FT5cDNA<£>7. ? U -X >Wz&m bfc£fi£DNA£^T. 
CE3WI: 3] 

^ y hSLC-l©:£7^ yKEWSSf . 
25 CE^J#^:4] 

SLC-1 cDNACD^^SE?"J^^i"o 
(K#l#*§-: 5] 

7 7 h SLC-1 fggiCHOifflJ|&tf>&# □->('*5^^>SLC-lmRNAO^ft5:ai|^TS 



Bo c 
DNP 
T r t 
Bum 
Fmo c 
HOB t 
HOOB t 

HONB 

DCC 
WSC 

DMAP 
I PE 
THF 
DMF 
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tzeblZ&mLfcVtfzfn-zr (riboprobe) £^-f 0 
CIE*I#*: 6] 

k hSLC-l£3- H-r§cDNA$r®#T§fcJ?){I^fflLfc^DNA$^To 
CE*I#*: 7) 

5 k hSLC-1^3-K-rScDNA^2*^{CT?>fc«)^fflUfc7 p 7'1'-7-^-ro 
k hSLC-l§3- h"f 5cDNA£j&gffiJlJ£^1\ 

t h sLc-i ©^75 j mun o 

10 CE?iJ#^ : 10) 

k hSLC-l(S)£3-K-t5cDNA©X^ U-~>yt®JBL;t£fi£DNA£^T. 
ffi^J^: 1 n 

k hSLC-l(S)^n-K-r^cDNA<DX^ U-^>^£®fflLj££j&DNA£7K-r. 
CSB^iJ#^: 1 2) 

15 k hSLC-I(L)£n- KTScDNA^X^ U-^>y{C^fflbfc^DNA^-r o 
k hSLC-l (L) £3- KTScDNAtf);^ U-^>^(C^ffl L^^DNA^^-T 0 

20 SLC-KS) cDNAtO^SK^IJ^^T. 
(K?>J#^: 1 5) 

mcSal II§^i2^JWJP$n, Sfe3'fi!|{wSpe IsSISE^ttJDSnfck h 
SLC-I(L) cDNACD^SE^J^^T. 
[E*W#: 16) 

25 khSLC-l(S) ^CH0iSeiia43j;tKkhSLC-l(L) fg51CH0M<Z)&£ D->£:fc 
^SSLC-lraRNAOllSS^a^'r^fcfe^^fflUfcU^^O-y (riboprobe) £ 
tkT » 

tr/yT.^ KfCj;^^^^ Escherichia coli DHI0B/phSLClL8«> ¥fi£l 1 
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si Bfrzmmmm®xmmi&&&x¥xm&ffim9cffi (nibh) \z.m 

Kf^FERM BP-66 3 2tVX. ¥J*1 2 1 BfrbBJH&A- 

mm^fH (i fo) fo i 6 2 5 4<hUT^t6£nw5o 

5 mmm 

OT©###4 I AMVA&, #BI¥8 - 2 5 3 4 4 7 ^MtdfeTSiirf £ 

##0UA-1 : 1- (5-757-4, 4-y7i-M>fJW -4-7x 
-jUtf^Uf^> 1- (5-*;kk75/-4, 4-y7x-JK>fJW -4 

10 -7xn;i'tr^U> J > 

##0UA-2 : 3, 4-yth'D-6-^h^y-l' - (5-757-4, 
4-/7i^K>^) Xt!n C^7^1/>-2 (1H) , 2' -tf^Uv> 

##0UA-3 : 1- [5-757-4- (4 h*->7xz:;W -4-7i 
15 -)V^y^)V) -4-7x-;i/tf^U> ? > 

##0UA-4 : 1- (5-757-4, 4-lfX (4 PD7x~ Jl/) 1> 
-4- (4-7MD7x^JW fc!^i» 

#fiIA-5 : 3, 4-ykHD-6-/h+y-l' - (6-757-4, 

4-y7xrjPA^yJ0 XtfO C^7^W>-2 (1H) , 2' -kf^'Jv> 
20 3 

##0UA-6: 3, 4-ytN-6, 7-v*b*->-l' - (7-75 
7-4, 4-^7x-;WV/3 1 Jl'> TstfP (1H) , 2' - tf 

^'Jy» 

##0011 A- 1 : 1- (N, N-^^^75 7) -4, 4-77x-Jl/-5- 

25 (*;i.5;i/75 7) *>?y 

m%mUA-2: 1- (N-^>y;i/-N-/WSy) -4, 4-y7i^ 
JI/-5- (*;U5^7 = 7) ^>^> 

##0<]IIA-3 : 4, 4-77x^-5-^5^757-1- (*;i^U7 
) ^>^> &R£ 
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#%0iJIIA-4 : 4, 4-v7x-Jl/-5-^;P5;i/75/- 1 - (2, 3, 4 
, 5-xh7kh*D-lH-3-^>X7iftr>-3— ^>*> £6gJ& 
###JIIA-5 : 4, 4-v f 7x-;b-5-*;W$;VT5y- 1- (4~7i- 

5 ###111 A- 6 : 1- C4- (4-7JM-D7x-Jl<) t?^v>- 1 — 01*0 
- 5 -^;U^;t/75 7-4, 4-v7x~Jl/^>^> 2^J£ 
##0iJIIA-7 : 3, 4-yth'D-6-^h+y-l' - (5-sM^;l<75 
/-4, 4-v7i-M>f;W XfcfD [^7*l/>-2 (1H) , 2' -If 

10 #%0||IlA-8 : 1 -^>v;U75/-4, 4 -5?7xZ^- 5 - ( h*>;i/75 

##0JIIA-9 : 1- -4, 4-y7i" 

JI/-5- (h->;i/75y) ^>^> J&Kift 

##WIA-10 : 4, 4-v7x~jU- 1 - (3 h D'OSWTS J) - 

15 5- (h->^7^y) ^>^> m% 

##0iJIIA-l 1:1- (3-7^y^>v;i/75y) -4. 4-y7iZ^- 

5- (k>ji/7ay) ^>^> 

#%#|1IA-12 : 4, 4-77i-;i/- 1 - [3- (^h*^*Jb#=;W ^ 

>v;u7=y) -5- i.v*/)vr%n fflkm 

20 ###111 A- 1 3 : 4, 4-y7i-;V-l- (2 - tf □ 'J;P75 ✓*) -5- ( 

V>jU7^y) ^>*> 

##0»|IIA- 1 4 : 4, 4-771-^-1- - 
5- (hv;P75y) ^>*> 

###JIIA-15 : 4, 4-y'7i-Jk 1 - (4-7x^^7y>- 1 - 

25 >f;w -5- (h^;P7sy) ^>^> 

##0»JIIA- 1 6 : 4, 4-771-^-1- (4- < 2 h*y7xZJW 

tr^^-i-^M -5- (hs/;i/7sy) ^>?> mi 

##0»JIIA- 1 7 : 4, 4-771-^-5-/^757-1- (4-7x~ 
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#%0iJIIA-l8 : 5-^>t*>XM^7iy-4, 4-y*7i^- 1 - 

###JIIA- 1 9 : 4, 4-v7x-JU-l- (4 -7x~;Hf*U 3> /) -5 

- (2, 4, 6-hU>W<>"K>^*-^73/) ^>7> 

5 ##0<]1IA-2O : 4, 4-v7x~;U-l- (4-7x^^UyV) -5 

- (2, 4, 6- h'J-fV7*Dfcf;^>'t < >X;^-^75/) 
###JIIA-2 1 : 4, 4-y7i^-5 - (l-t7WJl/*^75/ 
) -1- (4-7xn;Uh!^UvV) ^>*> 

##0iJIIA-2 2 : 4, 4-y7x^-5- (2 -^7^7;M^JK7 = / 
10 ) -1- (4-7xn;Hf^'J> J 7) ^>^> 

##«IlA-2 3 : 3, 4-ytHD-e-^+y-l' - (5-7"fc^7 
^y-4, 4-y7x^JK>fW XtfO C^7^l/>-2 (1H) , 2' - 

##«s|lIA-2 4 : 3, 4-^kHn-6-^h*'>-r - (5-H5/JW75 
15 y-4, 4-y7x-M>^V) 7t°P C^7^l/>-2 (1H) , 2' -tf 

##^IIA-2 5:4- (4-70D7xZ/W - 5 -*;i^;U75 / - 4 -7 
x-;Hl- (4-7xnJH:^U> j y) ^>7> 

##^IlA-2 6 : 4- (4-7 0P7xZJW - 5 -*;V5;U75 / - 4 -7 
20 i-JV-1- (4-7xnJHf^7'7>-l— -OM ^>*> 2JiB6Jfi 

##0IIIA-2 7 : 4- (4-7DD7x~;W -1- (4- (4-7MD7 

x-jw ^7y>- 1 f;i/) -5-*;vsju7=y-4-7xnju^>^> 

2&&& 

##WIA-2 8:4- (4-7P07x^) -1- [4- (v^x-iM? 
25 JP) H^7y>-l-f^ -5-^5^75y-4-7xZM>^> 
##WIA-2 9 : 5-JhJPSJU7^y-4- (4-^h+y7x^W -4- 
7x -;p-l- (4-7i^^'Jy;) ^>*> 

#^JIIA- 3 0:4- (4-^h*y7x^W -5- (1-^7^7;^ 
-;U7=/) -4-7x"A-l- (4-7xz;i/^'Jy;) ^>7> £tt 
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##^JIIA-3 1 : 4, 4-t:7 (4-i/OD7i^) -1 - [4- (4-7 

md7i^jh tf^^> ? >- 1 --r;w -5 - (*;u=;u75/) ^>*> 2 

5 #%fl|IIA-3 2 : 4, 4-fc:7 (4-^DD7i-JW - 1 - [4- (4-7 

;^D7xnju) t?^5s>>- l—OW -5- (7^757) ^>*> 2 

##^IIA-3 3 : 4, 4 -£7 (4-^DD7i-^) - 1 - C4- (4-7 
MD7i^W f;w -5- (hxJUT^y) 2 

10 J&S£Jfi 

##0iJIIA-34: 1- [4- (4-7MD7i-;W fcW5»-l— 
) -6 -^5^75/ -5, 5-y7x-jKW> 2ffli& 
###|IIA-3 5 : 1- [4- (4-7Mn7xr;W fcTt? v>- 1 — 1)1 
) -6-*Jt>5;U7$V-4. 4-y7i-M+t> 2&g?& 
15 ##0iJIIA-3 6 : 4, 4 -y7i-Jk 1 - (4 -7x~;Hf<U =J A -6 

- (hv;u7^y) ^+-y-> mm. 

##fl|IIA-3 7 : 3, 4-^kHP-6-^h^>-l' - (6-7^^7 
57-4, 4-^7i-M4yJW 7tfo C^-73'U->-2 (1H).. 2' - 

20 ###|IIA-3 8 : 3, 4-yth'D-6-^h^y-l' - (6-f^;i>7$. 
7-4, 4-y7x-;|/A+yJW 7fc?P (?-7*l/>-2 (1H) , 2' - tf 
^'Jy» 

. ###|lIA-3 9 : 3, 4-ytKD-6-^h+y-l' - (6-^>> 5 ;P7 
.5 7-4, 4-y7i-;K^y;W 7tfa (^7^l^>-2 (1H) , 2' - 
25 tf^»J> ? » 2^it 

##^JIIA-4 0 : 7-7-fe5 L ;i/7S7-4, 4-v7x~^-l- [3- (7 

h*x*;i/^-;u) ^>v;u75 7] <v/*> 2mmm 

##0<JIIA-4 1 : 7-7-fe^;U7S7-4, 4-y*7x^- 1 - (0-7x 
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mmUA-42 : 7-7-t^75/-l- (2- (6, 7-i?*h*z/-l 
2, 3, 4-xh7tHP^7?;W75y) ] -4, 4-y'7x-W^> 

##^JIIA-4 3- : 7-7^^75/- 1- {N-'O'SW-N- C2- (6 
5 t 7 _^ h ^_ lt 2 , 3, 4-rh5tHDt7fJW ) 757} -4, 

##WIA-4 4 : 1' - (7-7-t^;U75y-4, 4-y7i^K7^ 
) _ 3 4 _ i ?tHP-8-^h+->Xt!a {1-79U>-2 (1H) , 2' - 

10 ##WlA-45 : 1' - (7-7-fe^75/-4, 4-77i^K^ 
) -3, 4-ytHD-6-^hmen C^7*l/>-2 (1H) , 2' - 

##0iJIIA-46 : 1' - (7-7-fe^757-4, 4-"77i^K7^V 
) -3, 4-ykh'0-6, 7-v*h*">Xt?P C^7^lx>-2 (1H) , 
15 2' -t!^Uy>] 2M 

###JHA-4 7 : 1' - (7- (S/^D^+v^T-fe^W 757-4, 4- 
y7iZJK7fJH -3, 4-yth*n-6, 7-y7^y7lfD 
vy-2 (ih) , 2' -^'Jy>] &B£Ji 

##WlA-4 8 : 3, 4-ykKo-6, 7 -^7> h*>— 1 ' - C4, 4- 
20 -77x^-7- (7xrjU7-tr^75/) ^y^JW Xtfn tf-7*l^>- 
2 (1H) , 2' -t£*U5»] ifflfc* 

##0>JIlA-49 : 3, 4-y*bHP-6, 7-y^h^y-l' - (4, 4- 
-; 7l ^-7- C (2-7^P7x-Jl'7-b?JW 75 7) -\7^;H 7tf 
P C^7^1/>-2 (1H) , 2' -fcWJ5?» 
25 ##WIA-5 0:3, 4-ytFD-6, 7-y^h+y-l' - (4, 4- 
y7i^-7- C (4-7MD7x-Jl/7t?JW 75 7) ^7^1/} X£ 
p (:h7*U>-2 (1H) , 2' -bf^'Jv» £61% . 
##0JIIA-5 1 : 3, 4-vfcHP-6, 7-y7h^>-l' - (4, 4- 
y7x^~7- C (4-^D07x^7t^) 757) A^fJH XtTP 
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ii-7?l>>-2 (1H), 2' -tM'Jv>] &g?& 
##^IIA-5 2:3, 4-ytKD-6, 7 - -77 h*->- 1 ' - { 4, 4- 
v7x-;i/-7- C (3-~ho7x~;P7-fe3MW 75/3 ^7*3^} 7fcfD 

c^-7^u>-2 (ih) , 2' -tr^u-7» mm.m 

5 #^JIIA-5 3:3, 4-ytFD-6, 7 --77 h*->- 1 ' - {4, 4- 
v7x-JU-7- ( (4-rh07x^7W) 7 = 7) ^7^JU} 7tfD 

W"7* 1/7-2 (1H) , 2' -e^'Jv>D ffi^m 
###}IIA-5 4 : 3, 4-yth'0-6, 7 - -77 h**>- 1 ' - { 4, 4- 
•>*7x^-7- C (4-^5 1 ;U7x-;U7-b:5 L ;l') 7 = /) ^-ftf-M XtD 

10 W"7*U>-2 (1H) , 2' -fc!^U7» 

##«fyiIA-5 5 : 3, 4--7bh*D-6, 7 —77 h*7- 1 ' - { 4, 4- 
v7x~;U-7- C (4- MJ7;^P*3^7x-;U7-fe3\>U) 75 7) ^7* 

07^P7-2 (1H) , 2' -tf^'J-77) 
#^JIIA-5 6: 3, 4-yhFD-6, 7--77h*->-l' - {4, 4- 

15 -77xn;P-7- C (2-*h*v-7x^7-fe^;» 75 7) ^T^W Xtf 

□ c^-7^u>-2 (ih) , 2' -tr^u7» tmm. 

###IIIA-5 7 : 3, 4-vtHo-6, 7 --77 h+v- 1 ' - {4, 4- 
77x-JU- 7 - C (3-7h+-77x-;i/7-tr^) 75 7) ^Tf'f-M 7.M 
D [^-7^U>-2 (IH) , 2' -t!^'Jy» mgg& 
20 ##0j|IIA-5 8 : 3, 4-ybHD-6, 7-y^h+y-l' - {4, 4- 
-77x-;i/-7- ( (4-7h+->7x-;i/7-fe5 1 ;W 75 7) ^7^;W 7t! 
D C^-7^U>-2 (IH) , 2' -t:^'Jv» 

#%^JIIA-5 9 : 3, 4-yhKD-6, 7-77b*->- 1 ' - (7- C ( 
3, 4-y7h+y7i^7tfW 757) -4, 4-y7x^M7^ 
25 } XtfD C^"7^1/>-2 (IH) , 2' -t^U-77) 

##0>JIIA-6 0 : 3, 4--7tHO-6, 7-y^ h+y-1 ' - {4, 4- 
77x^;U- 7 - C (3, 4-7^>-7**v7x-JU7-fc3\rt,) 75 7) ^ 
7^;H 7n tf o C^7^1/>-2 (IH) , 2' -t^L)-7» 
##WIA-6 1:3, 4--7th*D-6, 7-y^h+y-l' - {4, 4- 
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z?7x.-)V-7- C (7z/+'>7W) 75/) *\ttM XfcfP 

v>-2 (ih) , 2' -tr^u^>3. mm. 

mmUA-62 : 3, 4-5>tFD-6. 7 -5?* Mr->- 1 ' - 14, 4- 

5 *V>-2 (1H) , 2' -lWJ-?» 

#^JIIA-6 3 : 3, 4-yhHo-6, 7 -~7* b*->- 1 ' - U, 4- 
V7l - jv _ 7 _ C (3-^X-;i/7-fe^;W 75/] 'N^H XtfP «-7 
*l^>-2 (1H) , 2' -^'Jy>] $&& 

##0>|IIA-6 4 : 3, 4-ytHD-6, 7 —7* 1 ' - (4, 4- 

10 y7i^-7- C (3-7x^7°Ptr^W 75/] ^7*^1 7t?P C 
^-7^lx>-2 (1H) , 2' -tr^Uv>] 

##0JIIA-6 5 : 3, 4--7fch*P-6, 7 -5>* Mr->- 1 ' - 14, 4- 
-77x-;U-7- { [3- (4-/ h^->7x-;W 7*Pt:^--;w 75/} ^ 
7^;H XHO ^7^1/7-2 (1H) , 2' -tf^Uv>] &8?& 
15 ###JIIA-6 6:3, 4-7fcKP-6, 7 --7/ h3r~>- 1 ' - ( 4, 4- 
y7i^-7- C ( 1 —yy?fr7'&?M 75/3 *\~f*f-M XtfP C^7 
;y»-2 (1H) , 2' -t7t'J7>] W 

mWUA-67 : 3, 4-ytFP-6, 7-v/h + *>-l' - {4, 4- 
-77X-JW-7- C (2-^-7^;i/7W;W 75/3 ^7^JH 7t!P (±7 

20 ^i/>-2 dm, 2--^'jy» mmm. 

##0511 A-6 8 : 3, 4-5?tFD-6, 7 h+S'- 1 ' - 14, 4- 
t:7 (4-7MD7xrjV) -7- C (4-^h*'>7x^7tfjW 75 
/] ^7*^;W 7k*P C^7^l^>-2 (1H) , 2' -fcWJ5?>] ttOtift 
##WIIA-1 : 
25 (1)4, 4-v ? 7xnJU-5-bh*P^'>-6-A7x>-h , J^ 

(2) 7- (6, 7-V*h*f-l, 2, 3, 4-rh7kh*ot7^l/>- 
2-7HP-2' -^ l Jy>-l' -- OM -4, 4-^7x^-5-^7° 

(3) 1- (7-75Z-4, 4-^7i^-2-a7t^) -6' , 7' - 
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v/h*v-l' . 2' , 3' , 4' -fh7tHPt7^1/>-2' -*fc?o 

##^JII1A-2:N- (7- (6, 7-v/h + v-l, 2, 3, 4-fh7 
tHDWU>-2-^i;D-2' -tf^'J v>- 1 ' — i)V) -4, 4-S> 
5 7x-JU-5-^^x-^) -3- (4-/h+y7xnjW ^Dtf^>75 F 

##fl|IVA- 1 : 4, 4-v7x-;i/- 1 - ( (6 h*v- 1 , 2, 3, 4 
-rh7tHD-2-t7f;W 75/] -7- { C3- (4-^h^>7x- 
;W 7net-;H 75/} 'V7*> 
10 #%#JIVA-2 : 4, 4-v7i^-l- C3- (4 -/ h^y7i'JW t? 
^■JyV) -7- { [3- (4-/h^y7iz;W ~fu\i*-M 75/} a 

##0iJIVA-3 : 4, 4-77i^-l- (4 - 7x^;l/tT^'J >>/) -7- 

( (3-7i-;i/7'ok^-;w 75 /] >\^> m&m 

15 #%0i)IVA-4 : 4, 4-y7i-^-l- (4 - ( 3 -/ h+y7i^W If 
^'Jyy) -7- C (3-7x^yobT^--;i,) 75/] a7^> 
#^JIVA-5:4, 4-y7i-^-l- [4 - (4-^h+y7x-;W M 
"t'JSVD -7- { [3- (4-/ h*v7x~;» -?U\L*-)V\ 75/} ^ 

20 #%0iJIVA-6 : 4, 4-77x^-7- { (3 - (4 -/ h*v7x-;U) 
■futt-M 75/} -1- C2, 3, 4, 5-rh7kHo-3 (1H) - 

^>X7iftf>-3-' r;w mwtm 

##0JIVA-7 : 1 - (7-7^-2, 3, 4, 5-f b7tHD-3 (1 
H) -^>X7-tftf>-3—OW -4, 4-77x^-7- { (3- (4- 

25 /h+5>7x-;w yptf^-jw 75/} mkm 

#5f0iJIVA-8 : 4, 4-y7ir^-l- (7. 8-> J /h^>'-2, 3, 4 
, 5-xb7fcKD-3 (1H) -^>X7-tft?>-3-'f;U) -7- { [3- 
(4-/h+->7x-;i/) 7u\i*-)V) 75/1 a7^> 
##0JIVA-9 : 1- (8, 9-v/h^>'-6, 2, 3 
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4, 5, 6-^ittHD-3-^>X7\/i»-3— -4, 4-y7 
x -;u-7- { C3- (4-^^y7x-;W 7nid*-M 75/} ^7°? 

##0iJIVA-lO : 4, 4->*7x-Jl/-7- { [3- (4 
5 ) 7nfc!*-JM 75/} -1- (->X-1, 2, 3, 4, 4a. 9, 10, 1 
0a -;*??t FP'W/ CO *> M J>-l-'f^) ^7"*> 
##0iJIVA-ll: 1- (3-7-tf-6-^^JU- 1. 1 a, 2, 3, 4, 4 
a _ A ^+f- t HO-9-7;i/^l^/>-3— f;iO -4, 4-y7i^-7- 

{ C3 _ ( 4 -/h^v7x^;p) ^aif^-ryw 75/> ^y^> mm 

10 ##0>J1VA- 1 2 : 3, 4-^kHn-l' - (4, 4-y7i-Jl/-7- { C 
3 _ (4-/>^>7i-;W 7°atf^JW 75/} 'V/^JH XtfP 
^l/>-2 (1H) , 2' -fc°P'J^>] 

###JIVA- 1 3 : 3, 4-> 5 hHa-6-/h^->-l' -14, 4-77i 
- ;u _ 7 _ { (3- (4-/b+y7x-JW 7*Dt!^-;W 75/J *\~f?-)V 

15 } Xk:P (^-7^W>-2 (1H) , 2' -fcyHJ5») 2&&J& 

##^JIYA-1 4 : 6-Ib*y-3, 4-^kHD-l' -{4, 4-y7i 
-)l-7- { [3- (4-/h+y7x-JW 7*Ot!*-;W 75/} A7°^;U 
} Xt?P tf-7*\s>-2 (1H) , 2' -IWJ5?>] £H% 
###|IVA- 1 5 : 3, 4-v , kh*D-6, 7 h*->- 1 ' - (4, 4- 

20 v7x~;i/-7- { C3- (4-y7WU7x^) yptf^M 75 
/} ^73^} XtfP C7"7^k>-2 (1H) , 2' 

#^#|IVA-1 6 : 3, 4-^tHD-6, 7 -S?* h*->- 1 ' t M.' 4- 
y7x-jV-7- { C3- (4-7Mn7x-;W 7°Dtf^;W 75/} ^ 
y^)V) XtfP C^X^l/>-2 (1H), 2' -fc?^'J>?» «J£ 
25 #%09IVA-1 7 : 3, 4-v>tFD-6, 7-5>*Mr->-r - (7- { C 
3- (4-7PPXX-JU) 7"Ptf^-;W 75/} -4, 4-/7X-JK7 

3MU} xtfp c^-7^i^>-2 (ih) , 2' -tr^u^» 

##0)JIVA-1 8 : 3, 4-7hh'D-6, 7 h+>>- 1 ' - { 7 - ( C 
3- (3, 5-y7MP7x^W -?U\Z*-)V\ 75/} -4, 4-77i 
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xifp u-y.^u>-2 (ih) , 2* -tr^us?>] j&BSjft 

##0tJIVA- 1 9 : 3, 4-ybKo-6, 7 -v7 h*S/- 1 ' - {4, 4- 
y7i-Jk 7 - { C3- (4-KU5W) 7°u¥*-M 75 7} a^JH 
7.tfP C^7^l^>-2 (1H) , 2' -tT^»Jv>] 2ig&J& 
5 ###|IVA-2 0 : 3, 4-yhKP-6, 7-v^h+v-T - {4, 4- 
^7x^-7- { C2- (5-*h*W>y» *;U^-JW 75 7} 

3\>u xtru c^-^^i/>-2 (ih) , 2' -tf^uv» mm 

###JIVA-2 1 : 3, 4-vkh'D-6, 7 -v*7 h*^- 1 ' - {4, 4- 
y7i"Jl/- 7 - { C3- (3, 4->fl/>yt+->7i-j|/) 7*Det-^ 
10 ) 75/} A7f;H XfcfP t1-79U>-2 (IH) . 2' -fcT^U^>] 
Still 

#%0UIVA-2 2 : 3, 4-5?tKD-6, 7-v7>*x-l' - (4, 4- 
V7X-JW-7-J, C3- (4-^h+y7x-W 7d 757} a 

73Mi/} T.t?D c^-7^i^>-2 (ih) , 2' -tr^u> ? » - 1 m. 

15 

##0iJIVA-2 3 : 3, 4 -5?fc Kp- 6 -/ 5 hP- 1 ' - {4 

, 4-y7i-;l/-7- { (3- (4-7 h^v7x~;U) 7Plft^W 75 
7} a^JH XtfP C^~7^U>-2 (IH) , 2' -fcWJ5>» 
##0iJIVA-24 : 3, 4-yk h*P- 6 -7 h*->- 7 -n hP- 1 ' - {4 
20 . 4-y7i^-7- { C3- (4-7 h^v7x-;U) 7°uE*~M 75 

7} A^;n t^p (ih) , 2* mm 

##0iJIVA-2 5 : 7-757-3. 4-y't Kp-6-7 h*->- 1 ' - {4 
, 4-^7x-Jl/-7- { C3- (4-7h^->7x-;i/) -fuM^'M 75 
7} XtfP C^-7^1/>-2 (IH) , 2* -tf^'Jv>] 2Jg& 

25 

###JIVA-2 6 : 7-7-fe3^75/-3, 4-^bHP-6~7 h*i>- 1 
' - (4, 4->'7iZJ|/-7- { (3- (4-7h+->7x^;W ^Pfc^t- 
;W 75 7} A7"fM 7.tTP W-7*l/>-2 (IH) , 2' -fc?"<>JS»] 



WO 01/21169 



no 



PCT/JPOO/06376 



###|IYA-2 7 : 7-7ir^;U-3, 4 - vfc HP- 6 -* h* 9 s- 1 ' - ( 
4, 4-v7x-;U-7- { (3- (4-/Ky7i-JW Jutt-M 7 
5/} Xbfn W-7*l/>-2 (1H) , 2' -tf^'Jv>] %S 

5 ##WVA-2 8 : 3, 4-S?tt*n-6. 7 -;*^>S?**->- 1 * ~ (4 

, 4->?7i^-7- I [3- (4-/ h+y7x'JW 7*p tf*n;KI 75 

/} ^t^jw xt!D c^-7^k>-2 (ih) , 2' -tr^uv>] mm 

###|IVA-2 9 : 6, 7->>Xh*->-3, 4-^tKo-T - {4, 4- 
i?7i-Jk7- I C3- (4-/h^/7i^W yDtf^;U) 75/} ^ 

io y^;H 7;tfp t^-7^i^>-2 (ih) , 2' -t?^uv>] 

#%WA-3 0 : 3, 4-yth'O-l' - {4, 4-y7xZ^-7- { C 
3 _ (4 _^^->7x-JW 7u\Z*-)V) 75/} 's^W XtfP W-7 
*l/>-2 (IH) . 2' -^D-^l/W^) IfiiKfi 
##0iJIVA-3 1: (+) -3, 4-5?bFo-6-*r-*2/-r - (4, 4 
15 -v7xn;i/-7- t (4-^h*y7x^7-fe^) 75/] ^ttM 7 
HP C:h7?I/>-2 (IH) , 2* -tf^'Jv» 

#^JIVA-3 2 : (-) -3, 4 - yt Fo- 6 -/ h*^- 1 * - {4, 4 
-v7x-;U-7- C (4-/h^'>7xz:;P7-fe5 1 ;l') 75/] <\ttM 7 
fcTo C^"7^U'>'-2 (IH) , 2' -tr^'Jv 5 ^] 

20 ##WVA-3 3: (-) -3, 4-5>fcFD-6, 7 -5?* Mr*>- 1 * - { 
4, 4-^7xz;i/-7- [ (4-^h=fy7x^7W) 75/] ^rf^ 
M 7>tO C^7^l/>-2 (IH) , 2* -tf^'J^>] -l-#>&88£ 
#^JIVA-3 4 : (-) -3, 4-$>tFD-6. 7 -5>* r-*5/- 1* " { 
4, 4-^7x^-7- ( (4-7^P7xn;i/7-fe^JW 75/] ^7°^ 

25 ;M 7fcfP C^7^l/>-2 (IH) , 2' -K*U5») 

##«RJIVA- 3 5 : (+) -3, 4-> f t^P-6, - ( 

4, 4-^7x^-7- C (4-7JU^P7xn;i,7-fe5 L ;l') 75/] ^7^ 
;U} XtfP W"7*l/>-2 (IH) , 2* -tf^Uv>3 
fM*WVA-3 6: (-) -3, 4-ytHD-6, 7-3?^h*->-l' " i 
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4, 4— ?7x=JU-7- ( (3- (4-7MD7x-JW 7p 7 
=•/} <\-?=5-M XtfP C^-7^U->-2 (1H) , 2' -K1'J5?» %tt 

##0j|lVA-3 7 : (+) -3, 4-yhh'o-6, - { 

5 4, 4-y7i-^-7- { [3- (4-7M07i-JW 7°D fcf^nJU) 7 
5/} *<75-M XtfD C^-7^l^>-2 (1H) , 2* -k^'Jy» 

#%#JIVA- 3 8 : (+) -3, 4-ytH.D-6, 7 -v?j* h*~>- 1 * - I 
7- { [3- (4-y-PP7x~JU) -JUtt-M 75/*} -4, 3 4-y7i 

to xtro w-7*u>-2 (ih) , 2' 

##0WA-3 9 : (-) -3, 4-ytFP-6, 7 h*^- 1 * - { 
7- { [3- (4-^PP7x~;W 7n¥*-)V) 75./) -4, 4-y7i 
-fr^^M XfcfP C^7^1/>-2 (1H) , 2' -tr^u^>] tsiai 
#%0yiVA-4 0 : (-) -3, 4-ytFo-6, 7-~7*h*v-l' - ( 
15 4, 4-y7xZJl/-7- { [3- (4-^h^>7xz;W 7 
5/} 'vT'^W 7xtfP (^7^l^>-2 (1H) , 2' -^'Jy» m 
% 

##§4IVA-4 1: (+) -3, 4-^fcHn-6, + - I 

4, 4->'7i^-7- { C3- (4->h+->7x^W 7*0 7 
20 57) 'vT'^MW Xt!P W"7*U>-2 (1H) , 2' -^'Jy» 

##^JIVA-4 2 : 3, 4-5>kPD-4' - {4, 4 -S?7x-JU- 7 - { C 
3- (4-^h^->7xr:jU) 7Ptf^n;W 75/} 's^W 7t!P C^7 
?l/>-2 (1H) , 3' -*:;U*U» 
25 ##0»JIVA-4 3 : 3, 4-ytFo-7-^h^y-4' - {4, 4-y7x 
-;U-7- (3- (4-/N^->7x-;W 7*Pe^-;i/75y) A7"f)H X 

tfp i?7fu>-2 (ih) , 3' mmm. 

##^IVA-44:3, 4-ytFo-6, 7 - h*~>- 4 ' - { 4. 4- 
y7x^-7- C3- (4-^h + y7x^W 7PtT^^75/) ^7°^ 
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m xeo tj-7?u>-2 (ih) , 3' -^*u>] mum 

##WVA-4 5 : 3, 4-yhh'D-6, 7 4 ' 1 
' - {4, 4-y7x->-7- C3 - (4-/ h^-/7xZJW 7utt~)\, 
75 'V^W XtTP W"7*U>-2 (1H) , 2' 2ig 

5 

mnmi B~4 OBH IWl 0-8 1 6 6 5*&*fcft-3T«ifi«£fc 

mmmiB-i 5- [4- (4-^dd7i-w 

/] - 1 -jM,5;P75/-2. 2-77xZJK>^> £££ 
10 ##0UB-2 : 5- [4- (4-^;U^D7xZi;i/) £^> ? '>- 1 — OKI 
- 1 5^75 7- 2 f 2-y7i-;K>^> 2J&SI& 

#^0iJlB-3 : 1 -*;U5;i/75 7- 5- (4 - 1 HD+y- 4 -7x~;Hf 
<Uy;) -2, 2-v7xrM>^> 

#%0UB-4: 5- [4- (4-h'J7Mo^f;P7x"JW — 4 - k Ho 

is ^s/tr^usv] - 1 -sjv>i/5;i>75 7- 2, 2-y7izM>^> igm 

##^JlB-5 : 5 - [4- [3, 5-k*X ( h U 7)V^U^)l) 7x~JU] 
-4-tKD^vt^UvV] -1-^5^75 7-2, 2-y7xrM> 

1 B - 6 : 5- [4- (3, 5-^fDD7x-JW -4-th'D + yK 
20 ^'Jy/1 -l-^;U5;U75 7-2, 2-y7x^K>^> &&& 

###|lB-7 : 5- [4- (4-^DD7x-Jl/) -1. 2, 3, 6 ~x h 5 
t Hntf'J v>- 1 -l-^;l/5;i/75y-2, 2-y7xzM>^ 

B-8 : l-*;U5;U757-2, 2-v7x-JU-5- (4-7xr 

25 ;i/e^u^y) ^>*> 

1 B - 9 : 5- [4- (4-^DD7x-JW tytusv] -l-afcH'S 
JU75 7-2, 2-y7x'M>^> 

##0UB-1O:7- [4- (4-^7DP7x-;W - 4 - fc KD^S/fcWJ 
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#%#J 2 B - 1 : 5- [4- (4-7MD7x-;W - 4 - 1 K 'J 
vV] -l-*Jl^;!/7=L7-2, 2-y7x-JK>^> 
#%^2B-2 : 1 -&)V*)l7$.;-5- [4-hHo+y-4- (4-*h 
*~>7xx;U) t^USV] -2, 2-y7x-M>^> &g£i£ 
5 #%#J2B-3 : 1 -*;USJU7 = 7- 5- [4-t h*P*->-4- (2-fcf'J 
5W) tf^'Jv7] -2, 2-y7iZM>^> 2tmW. 
###4 3 B - 1 : 1 5- [4- (4-^DD7iZJW -4 

-tKP^'>e^'j'>v] -2, 2-zsyx.-)v<>*> mzm. 

###|3B-2 : 1 -7"feh7W;U7= /- 5- [4- (4-^OD7i^ 
10 ) -4-t FP*xt!^<J>V] -2, 2-y7i-M>^> 

##0»J3B-3 :N- [5- [4- (4-i?DD7x-JW -4-th'D+ye 
^UyV] -2, 2-^7xrM>f;W X^y>75 FSEX^JP 
##0J3B-4:N- [5- [4- (4-^OD7i-JW -4-tKo+vtf 
*<'J5V] -2, 2-y7x-M>fA] Wy>7iKBS 
15 #^0>J3B-5 : 1- [5- [4- (4-^PP7xx;U) -4-kKn*j/K 
^■J5?V] -2, 2-y7x-M>fM - 3 -X3\>U»? 
#^0iJ3B-6:N- [5- [4- (4 PP!7xXJU) -4-tKD^->tT 
^'Jy/] -2, 2 -y7xZM>fJW y^>7;;W*:>7=H &&£ 
##0iJ3B-7 : 7i^P N— [5- [4- (4 PP7xXJU) -4-k 

20 KP+^e^Uv 5 /] -2, 2->*7x-;K>fJW 

###J 3 B - 8 : 1 -7-fc3MU7^7-5- [4- (4-^DD7iZjb) - 
4-t HP^^tf^'Jv/] -2-7x^-2- {2-&)i?M*y*> 2 

##^J3B-9:N- [5- [4- (4-^DD7i^) -4-kKa^ylf 
25 "*U>V] -2, 2-y7x"M7fJH F&X3MP %Bt% 

##0jJ3B - 1 0 : N- [5- [4- <4-?PP7xX>P) -4-tHD+y 
fcfl'JSV] -2, 2-y7xZJK7f;H VDt5 j&^J& 
##0i]3B- 1 1 : N- [5- [4- (4 -?PP7xXJU) -4-fch*P*v 
fcT^USV] -2, 2-771^^] ^fl^KBSX^ 
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: N- [5- [4- (4-^OD7x-;W + v 

#^J4B-1 : 1- [5- [4- (4-^D07x-;i/) 
5 ^'JvV] -2, 2-^7xX;U^>^JW -3-^>^^^l^>^l/7 Iffitt 

##^4B-2 : 1- [5- [4- (4-^DD7i3) 

^ u ^ y] _ 2 , 2-^7i-M>fJW -3- (3-fc FD^^PfcMW 

10 ##0HB-3 : 1- [5- [4- (4-^DD7i^) - 4 - 1 KP*->fc! 
^ij^y] _ 2 , 2-^7i^M>fiW -3 - (4-tHP*5/^;W ■> 

#%0J4B-4 : 3- [3- [5- [4- (4-^PP7x-jU) -4-tHP 
^>^ijyV] -2, 2-v7xr.M>fJH ynK*>»x^ 
is ;i/ 

##fl|4B-5 : 1- [5- [4- (4-^DD7x^W -4-kFD*5'lf 
-2, 2-y7x-JK>fW -3- (2-^f^75/IfA 

) 

###l4B-6 : 1- [5- [4- (4-i7DD7x-JW -4-fcKP*~>tf 
20 ^Jyy] -2, 2->?7x^M>^] -3- ( 3 - yX^7 5 / 7P \> 
;W »7U7 

##^J4B-7 : 1- [5- [4- (4-^OD7x^W -4-tHP+yf 
*U5V] -2, 2-y7xZ;K>f;W -3- [3- (2-£pUK>-1 

25 ##0||4B-8 : 1- [5- [4- (4-^DD7x^) -4-th*P*~>tf 
^.j^y] -2, 2-^7iZM>fJH -3- (2 - fcf^l) yVxfJW 0 

U7 

##0iJ4B-9 : 2- [3- [5- [4- (4 -0 DP7x^W -4-kFP 
+5/^U5?y] -2, 2-77x-JK>^W 9U-f H] X*>XJl/*>7 
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##0<J4B- 10:2- [3- [5- [4- (4-^DD7x";i/) -4-th' 

D+vtf^Uv/] -2, 2-v7izM>f;W x^>x;u*> 

5 ###|5B-1 : N— [5- [4- (4-^DD7irj|/) - 4 -fc Kd*->tT 
^'Jv/] -2, 2-y7xrM>fJH X#»75 Kg? 
##0!l5B-2:N- [5- [4- (4-^DD7irjW - 4 - fc FP+.v'fc? 
^'Jyy] -2, 2-y7x=M>f;W **1f-5 KS£ 
#5t0iJ5B-3 : N- [5- [4- (4-i?DP7iZJW -4-tH^ylf 

10 -2, 2-y7i-JK>fJW TP^-SKI§ 

###J5B-4 :N- [5- [4- (4-^DD7iZJW -4-tKD^>t 
*U$V] -2., 2-y7x-JK>fJW W5h't 
##0iJ5B-5 :N- [5- [4- (4-^OD7i-JW -4-tHo^vtf 
*U5V] -2-7x^-2- (2-tfUvW ^>^;H T.^~»75Kg? 

15 ###J6B-1 :N- [5- [4- (4-^PD^x^) -4-t^O+ylf 
^U>V] -2, 2-y7iZM>fJW ^'J ^X^JWXT.xJl' 2*&$E& 
##^J6B-2 :N- [5- [4- (4-^D07i"W -4-bHD^v-tT 
^'Jy;] -2, 2-y*7xZM>fJW - 4 - 7 5 / i&&X3^ 2JM8S& 
##0»J7B-1 :N- [5- [4- (4-^DD7x^) -4-fcKa+v-lf 

20 ^'Jy/] -2, 2-y7xZJK>fJW ^'J~» 

###j7B-2 :N- [5- [4- (4-!?DD7i-A) -4-tHD+vt! 
^'Jy;] -2, 2-y7x-M>fJW -4-75/M 
###J8B-1 :N- [5- [4- (4 DP7x-JU) -4-tKD^yt . 
^•Jy;] -2, 2-y7xrjK>fJH -3- (3-th , D^>lfDiJy> 

25 7n/t>7i= K 

###J8B-2 : 5- [4- (4-^DD7x^) - 4 - k KP+vtf^D v 
7] -2. 2-y7x^-l- (3-t:PUv ? >- 1 — - ( )V-?W*~)17 

#^J8B-3 : 5 - [4- (4-^DD7xZJW - 4 - k KP+^k^U 
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/] -1- [3- <S?*3MU75/) 7Btt=.)V7$n -2, 2-v7i- 

##0!|9B:N- [5- [4- (4-^PD7i^W - 4 - 1 K O^vhf^U 
yV] -2, 2-y7x-iK>fJH -3 - (t -7h*>'t>)l>$~)\') 75 

##0UOB:N- [5- [4- (4-^DD7x^W - 4 - 1 KP^-v-t^ 
US?/] -2, 2-y7xZM>fJW -3-75/7P/075 h* 2*111 

##0U1B:N- [5- [4- (4-^aa7i^) 
10 gyV] -2, 2-S^7x=JWO^JW -3 - (7tfH$y) 7p/S>7 

##^J12B:N- [5- [4- (4-^DD7xrjW -4-tHn^yHA 
UyV] -2, 2-y7x^K>fJH -3- C/P t?*n^75 /) *7ui\ 
>75 F 

15 ##0U3B: 1- [4, 4-77x-JW 5 - (7i^M^y^JP#^^7 

= /) ^>^/-f;Ki -4- (4-^dd7i-;w -4-t fp+^k^us? 

#ff?!114B : 1- [5- [4- (4-^DD7i^) -4-fcHP^vtf^ 
ijy;] -2, 2-y7xZJl/-5-^V^>^W -3- [3- (th*P* 

20 -» 7Ptf;H 7^7 

###11 5B : 1- [5- [4- (4-^DD7x-JW -4-kFn^>^ 
US?/] -2, 2-v7x-;U-5-^V^>^JW -3- [3- 

75/) x^;l/) our 

##0iJ16B: 1- (5-7-k^U75/-4, 4-y7x-JK>^7'fJW 
25 -4- (4-^DD7i^) -4-tHP^v'tf^'J> ? > 

7 B : N- [5- [4- (4-^nD7x^) - 4-t KD+S't^ 
US?/] -2, 2-y7x^-5-^7WJW 7^^>75K*X^ 
##0U8B:N- [5- [4- (4-^PP7i-JW -4-tHD*y^ 
US?/] -2, 2-y*7x^l/-5-^VWJW 7^y>7$Fi 
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##0U 9B : 1 - [5- [4- (4 OD7i^) - 4 - fc: KP^vt:^ 
-2, 2-v7i-;i'-5-t*y^>5 : JW -3- [3- (2-** 
V-l-fcfP'JvV) :7*Pfc» "71^7 

###J2 0B:5- [3- (4-i7DD7x';W - 3 - 1 KP+->tfO U v> 

5 -2, 2-v7x^;u- i*;u5;u^>^^-a> 

##fl|2 1 B : 1 - [5- [4- (4-7PP7I-W - 3 - 1 F P*vtf^ 
Uy] -2, 2-y7x^M>f;i'] - 3- [3- (tFD^y) 7*Pfc>] 
9^7 

##^J2 2B : 1 -^5;i/75y- [5- [4-tHD^>-4- (4-^D 
10 07i^) AWfl/WS^l-'f;!'] -2, 2-^7x-Jl^>*> 

##0iJ2 3B:5- [4- (4-7PD7i^) -4 -b KP^vtf^U ->7 

3 - i-*;us;P75/-2-7x-;i/-2- (2-^xz:;p) ^>^> 

15 ###I24B : 2, 2-t'T. (4-^PU7i^) -5- [4- (4-^PP 

7i^» -4-tHP^>e^'jyy] -i-*;u$;u75/^>*> 

m%W2 5 B : N- [2, 2-t:^ (4-7PP7i^W - 5- [4- (4- 
^DD^x-JU) -4-kKP^vkf^U^y] ] ^>5P;UX£v>7^K®X 

20 

###|2 6 B : N- [2, 2-k*X (4-^PD7x^.JU) - 5- [4- (4- 
7PP7x-;W -4-kHP*^tf^Uvy] ] ^>^X^-»7S FBI 
#^2 7B-1 : 1- [5- [4- (4 P P7xXJP) -4-kHD*y 
£^U>V] -2, 2-y7irjK>^H -3- [ 
25 ;W hT^Uv>-4— fJH "71/7 

###|2 7B-2 : 1- [5- [4- (4-7PP7i-iW -4-kHP*y 
fcfS'JSV] -2, 2-y7i^M>f;P] -3 - [2- (l-tfD'JSV) 
X.?M -7^7 

###J2 7B-3 : 1- [5- [4- (4-7PP7iZJW -4-kFD*>' 
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fcWJSV] -2, 2-y7i^K>fJH -3- [2- 
X3MU] 9 1^7 

##012 7 B -4 : 1- [5- [4- (4-^DD7xZJW -4-tFn+y 
fcT^USV] -2, 2-> ? 7xX;i^>3 1 ;k) -3- (3-7^yyptfjw - 
5 3-/^^1/7 

#%0J2 7B-5 : 1- C5- [4- (4-^DP7i^JW -4-tb*P*~> 
fcf^'JSV] -2, 2-77xZM>fM -3- 
) ^7 

##0iJ2 7B-6 : 1- [5- [4- (4-^DD7x^P) -4-t^O+y 
10 fcWJSV] -2, 2-^7x^M>^H -3 - [2- (S^^TSyO 

x^;H -3-^^;^ i^7 

##0tJ2 7 B-7 : 1 - [5- [4- (4-^0071^) -4-kFD*-> 
tf^UvV] -2, 2-i?7x-M>f;H -3- [2- OWU75/) X 
5F;H -3-/^;U'7^7 
15 ###J27B-8 : 1- [5- [4- (4-i?DD7i-Jl/) -4-kh'D+y 
t!^ijy7] -2, 2-y7x^K>f;W -3 - (2-kHD+yX^W 
-3-^^J^V7 

##0>J2 7B-9 : 1 - [5- [4- (4-^DD7x^) -4-t h*P*-> 
tf^U^/] -2, 2-y7x-;K>^W -3 - [2- (7-fe^K75 /> 

20 x^;u] £U7 

mm&\2 7B-1 0 : 4- [5- [4- (4 -^DD7x^) -4-tKP* 
vkT^UvV] -2, 2-y7xZJK>fJW «7 K8&&X9MU 
##0iJ2 7B-1 1:1- [5- [4- (4-^PD7xXjU) -4-hKP* 
vfcT^UvV] -2, 2-y*7x-JK>^] -3- (3-tKn^yyok 
25 M 

#%^2 7B-1 2 : 1- [5- [4- (4 -?PP7xXJ|/) -4-tHD+ 
->t^'J>V] -2, 2-y7xZJK>^H -3- (1 -^yy^e^'Jy 
>-4— TJl/> "51/7 

###J2 7B-1 3 : N- [5- [4- (4-^OD7i-JW -4-tFP* 
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tum^-im F 

##0!|2 7B-14 : IN- [5- [4- (4-^DD7i-JW -4-kh'D 
=^>tf^Uv/] -2, 2 -i?y x.-)V1>W] -4-^>^;Hf^7> > >- 

5 i F 

#^J2 7B - 1 5 : IN- [5- [4- (4 -0 DP7x^JP) -4-kFP 
*->h°^'JiV] -2, 2-y7i-M>?;W -1, 2, 4. 5-jh7t 
Hp— 3 -^>XTif t!>- 3 F 

###|2 7B— 16 : IN— [5— [4- (4 P P7x^JU) -4-fcFP 
10 *^fc^'J>V] -2, 2-y7i'JK>fJW -3- ( F U ^Jl^PT-fe? 1 
;UT5y) £P'Jv*>- 1-*JP#*U-S F 

##0J2 7B-1 7 : IN- [5- [4- (4-^DD7x";W -4-kFP 
^>tXUy;] -2, 2-y7x-M>f;P] -4- ( t -7 h 

F) tr^'j s»- i f 

15 0%M2 7B-18 : [4- [3- [5- [4- (4-^OD7z-JW -4- 
tKo+y^'Jy;] -2, 2-y7x^M>fJW 7H F] tf^UvV 
] «x-f;w 

##0SJ27B-19 : 1- [5- [4- (4-^OD7i^) -4-kFP* 
->k^'J>V] -2, 2-y7x-M>f;W -3 - [1- (bV7)V*U7 
20 f;W 

##0!]2 7B-2O : IN- [5- [4- (4-7nD7xZJV) -4-kFP 
^y^'Jy/] -2, 2-v>7x-;W^>3\>H - l-ld^y 

z?>jv\,j£*d-* F 

##0iJ2 7B-21 : IN- [5- [4- (4-J'DD7x-JW -4-kFP 
25 ty^'Jy/] -2, 2-^7x-M>f;H -4- (3-kFP*v-7P 

tr;u) - 1 - k^^>;&,M^tJ-a f 

#5§-0»J 2 7 B - 2 2 : IN- [5- [4- (4-^PP7x-JW -4-kFP 
^y^'Jy/] -2, 2-y7xZJK>fiH -4- (Ih*->*jW?^ 

) -i-tr^^v>^;^^5F 
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##{fl27B-23 : IN — [5- [4- (4-^DD7x"JW -4-kFn 
^vfcT^USV] -2, 2-y7i^M>fJH -4- (=£)V-fcV S ftJVtf— 

#^2 8B-1 : 3- [3- [5- [4- (4-7DP7xX;» -4-fcF 
5 a^vtf^'JvV] -2, 2-y7x'JK>fJH ^HM ^W>1 
##0]2 8B-2 : 4- [3 - [5- [4- (4-?DD7xZjW -4-fcF 
D+i/^'Jy/] -2, 2-^7xX;WS>^JI/| tfWK] . 
##^J2 9B:1N- [5- [4- (4-^D07x-JW -4-th*n+->bf 
-2, 2-y7i-M>fW t'XJMJl^^S b* 
10 ##0i|3 OB : IN- [5- [4- (4-^OD7x^W 

-2, 2-77x-M>?JW -2- (tfD'Jyy) X^UTJU* 

>75 H 

##0|3 IB : 1- [5- [4- (4-^PD7x-W 

-2, 2-y7x^M>^W -3- [3- CfcWtt-f 

15 ^Dtr;W «7W 

#^J3 2B : 1- [5- [4- (4-^DD7x^W 

tJ , >V 3 _ 2> 2-77xzM>fJW -3- (h!^U^>-4— ( M ?V 

7 

###J33B-1 : 4- [4- [5- [4- (4-^DD7x";V) -4-tH 
20 D+S/fc^'JSVj -2, 2-y7x-M>^W 7 5 /rtJl'tfx^S 73 
tf^U v 5 / - 4 -=r*7 jfclfcx^k- 

##^J3 3B-2 : N-X^;l—4- [5- [4- (4-i?OD7x^) -4 
-fcFn+S'tWJSVj -2, 2-y7xrjK>fJW 75/*^fc;P7 
5 J - 1 - tf^'J x>#JU#*U-5 F 
25 ###J3 3B-3 : 1- [5- [4- (4-*bn7xx;W -4-th'O+y 
fcT^USV] "2, 2-y7x^M>fW -3- (l-7ir^e^'Jv> 
-4— f;W "7 1^7 

#^J3 3B-4 :N-X^y^fciM^-4- [5- [4- (4-7 
-4-tKn^y^'J^^] -2, 2-y*7xZM>fJH 
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75 J #JUfc;P75 J - 1 - tWJ v>^;^^5 H 

###|3 3B-5 : 3- [4- [5- [4- (4-^DD7i";W - 4 - fc H 

D+f>tf^Uvy] -2, 2-v j 7x-jw<>3\>io 75y*;u^-;w7^y] 

5 ##^3 4B-1 : 1- [5- [4- (4 -?PP7xX;U) -4-fcKO*-> 
t!^U^y] -2, 2->?7iZM>fJH -3- (l-X^tf^Uv>- 
4— OP) 9 1^7 

##0i|34B-2 : 1- [5- [4- (4-^PD7i'Jl') 
tf^'J^y] -2, 2-/7i-M>fJH - 3- [1- (2-kKo+v'X 
10 fcWJ5»-4-'<JW 9U7 

#%0iJ34B-3 : 3- [4- [5- [4- (4 PP7xXJP) -4-bH 
D+vtT^USV] -2, 2-y7iZM>f;W 75/*;^-;P75/ hf 

"*usv] 7*a^>iif;p 

##0J3 4B-4 : 1- [5- [4- (4-^DD7i^) -4-th'D^i/ 
15 tf^UvV] -2, 2-y7xiM>fJW -3- [1- (3-fch*D*->:/ 

nt» tr^u> f >-4— oio 91^7 

###J3 5B: 1- [ (e^Uv>-4— r;i/) *;u^+-tf 5 K] - 5- [4- 

(4-^7DD7iZJ|/) -4-fcFP*->tf^U>V] -2, 2-y7iZM 

20 #%0«J3 6B-1 : 1- [ (N-X5 1 ;Ue^ 1 J> ? >-4-i';W #JU#*U-SK 
] -5- [4- (4-^OD7xZJ|/) -4-bh*P*:yfcr^'JvV] -2. 2 
-y7i XJU^ >^ > 2 

###J3 6B-2 : 1- [ [N — (Ih+y*Mz;Mf;W t^Uv>-4 
—OH h'] -5- [4- (4-?PP7xx;U) -4-kKP* 

25 vtf^'Jv/] -2, 2-V7x.-)l^>$>2WkM. 

###J3 6B-3 : 1- [ [N— (2 -tJMsU tf^U v>- 4 --f 
;W *;M**tJ-5K] -5- [4- (4-^D07xr;l/) -4-tHo^ylf 
^USV] -2, 2-y7i-M>^>3W 

###l3 6B-4 : 1- [ [N- (2 -^^75 J X^fr) fc?^'J>?>-4 
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-5- [4- (4-^dd7i-;W -4-bFo* 
vb^DvV] -2, 2-v J 7x— )VO&>Zffl®M. 
##0i|3 7B-l : 1- [ [ (N-I^M/WM fcWJS»-4— 
] -5- [4- (4-i?OP7x^W 

5 U>?/] -2, 2-y7i-M>^> 

^37B-2 : l - E [ (n-^^;^;u/w;p) fc-^Uv^-4-- 

] M -5- [4- (4-7DD7X-JW -4-tHD+y^ 

Ui?/ ] _ 2 , 2-v7x-Jl^>?> 

##W3 7B-3 : 1- [ C (N-7x3UMj;WE*Ott b^Uv>-4—f 
10 ;V] *;W?*«M -5- [4- (4-i/DD7l^) -4-tHP+->tf 
^US?/] -2, 2-y7i^JK>^> 

##0J3 7B-4 : 1- [ [ (N- {A- ^ UU^M )V) t£*U5?>-4- 
-OW *;Wi*f5M -5- [4- (4-^OD7i^W -4-hHP+v 
fcT-^USV] -2, 2-y7x^/K>^> 
15 ##W3 7B-5 : 1 — [ [N— (Xh^^M^TW) b^U?>- 
A—iM M - 5- [4- (4-^DD7x^) -4-bb'D 

*5/fcWJ5V] -2, 2-y7x^JK>^> 

#%«3 7B-6 : 1- [ [N- (3-/b*'/*JW?=^nK*=*) t?^ 
ij$;>-4— OM *^t3M "5 - [4- (4-^DD7z^W -4 
20 -tFD^ylf^Jyy] -2, 2-y7x-M>^> 

###J3 7B-7 : 1- [ [N- fcHJ^V-PW fc^'Jv^-4— 
^5 H] -5- [4- (4-^DD7i^JW - 4 - b H D*->tf^U yV 
] -2, 2-y7x^M>5'> 2&M& 

#*«3 7B-8 : 1- [ [N— (4-W^75/^fU*) K*U5»- 
25 4— f/W *^#*U"SH] "5- [4- (4-^OD7i-JW — 4 -b FU 
^y^ijy/] -2, 2-y7x'JK>^> 2&$?& 

###j3 8B: l- [ (N-^otr;nf^'J^>-4— f;u) M 

-5- [4- (4-7DD7X-JV) -4-tHP^vtf^'J^y] -2. 2- 
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mM29B : 1- [ [N-S-tf'JvjUT-b:^) k°^'J v>- 4 -<iM ft 
-5- [4- (4-£PP7x-;|/) -4-t Ko*->tf^U^ 
/•] -2, 2-v^x-JU^>^> 2£B&£ 

##0a4 ob : l- [ [N-x^*;u/tt-f;w tr^u^- 4—01/1 #jp 

5 -5- [4- (4-^DD7xZJW - 4 - t h* D + v't^'J VJ 

] -2, 2-y7iZM>^> 2JgSI% 

mm ic~i5cn ®M¥i 1-7135 (m'Amzu-oTmmtzzt 

###J1C : 1- (tert-yh^->*;Ufc;U) tT^ U v>>-4-f ;P N- (5- (4- ( 
##0H2C : tf^Uv>-4-T;i/ N- (5- (4- (4-^D07i-JW -4-kh*D + 

##0y3c : 1- (n-x^i^ji/A^-ov) tr^us?>-4-f;p n- (5- (4- 

15 • DD7x~;i/) -2. 2-y7xrjK>f;W tDVK* 

— V 

###J4C : 1- (XP3V-Ol>) tf<Uv>-4-r;P N- (5- (4- (HDD7x 
x;P) -4-th'D^y^'Jyy) -2,2-y7x^M>?JW #;PA;*-h 
###J5C-1 : 1- (5- (4- (4-^7DD7x^) -4-t HD^y^'Jyy) -2,2- 
20 y7ir;K>fJW -3- (1- (2-£nDX^l/**^#jU#XJl/) tf^'Jy?> 
-4-r;i0 »7^7 

##0H5C-2: 1- (5- (4- (4-^DD7x-;W -4- 1 H D^y-tf ^>J SV ) - 
2,2-y'7x-;K>^W -3- (1- (7ir h*->7-fe3^) fcf^U v>-4-OV) 
*7l/7 

25 ##0<J5C-3 : 1- (5- (4- (4-7 0 0 7x2JW -4-t HD+y.^'J y7) -2,2- 

y7i-jK>fj^ -3- (i- (xn3vou) tr^u v>-4--r;u) ^7 

###J5C-4:1- (5- (4- (4-£ PO:7xX;U) -4-h KD+vfcT^U ) -2,2- 
y7x^JK/fJW -3- (1- (-fy-3^y-f;W lM«J$»-4-f JW £U7 
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###j5C-5: 1- (5- (4- (HDD7x^W -4-t KP*->t^'J 5V) -2,2- 
y7x-M>fJW -3- 0- K> 4 /-f^) tT^'J^^-W^) 7U7 
##0<J6C :1- (5- (4- (4-;?PP7x-JU) -4-t H P*vt *U ) "2,2- 
•77i^M>fJW -3- (1- (2-tHn*5/7-fe^;W JW 
5 U7 

##WC :1- (5- (4- (4-^nD7i-;W -4-t FP*">t^U >V> -2,2- 

i;7x-M>5 : JW -3- (i- (2-hfnui;>-i-'fjw x.^m^t>)vt^ 
m tf^u >?>-4— r;u> »7U7 

pmWZC-l :N- (5- (4- (4-^DP7x3) -4-t KD+y^'J ) -2,2- 
10 y7xZM>^W -3?>7iH 2&S& 

#%0!|8C-2 : (5- (4- (HD07x-JW -4-kHP**>K 

##f!)9C :1- (5- (4- (HDD7x^) -4-t KP + vt^D vV) -2,2- 
y7x-JK>fJ0 -4, 5-yt Ho-2-^U-l/P > 
15 ###|10C-1 :2- (1- (t-^h*'>*;U*3i;W t^'Jy>-HiW -N- (5- ( 
4 _ (4./7 D d7i^) -4-t FP+vt^USV) -2,2-^7xrM>^) 
7-fe^a K 

#%0JlOC-2 : 2- (1- (t-7h*^#JW?-J» t^'J^>-4-f Uf» -N- ( 
5- (4- (4-^OP7x^) -4-tKP**>t^'JvV) -2,2-77x^M>f 

20 7ir^5 H 

###J11C-1 :N- (5- (4- (4-^DD7x^|/) -4-t HO^/ t^U vV) -2,2- 
y7i-JK>fil/) -2- (tf^U^>-4-r;U) 7t^5H 2tt£J£[ 
##W1C-2:N- (5- (4- (HPD7x-iW -4-t KP*~>t^'J iV) -2,2- 
•77xZM>fJW -2- (t^'Jv>-4-< <Jx>) 2&0&!£ 
25 ###J12C-1 :N-(5-(4-(4-^PP7x-;W-4-tKP + vtf^U> ; y)-2-7x 

- ;l/-2- (2- 1° U Z J)V) ^ > ^JU) - 1 - (x h * is ii )V # ~M t * U v >-4- * 
##W 2 C-2 : N- (5- (4- (4-2 D D 7 x^JU) -4-tHP^y t^ U ^ / ) -2-7 x 
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- jv-2- (2- e u ^ >^ju) -l - « v - □ y -f jw t? « u 5? >-4-# 

###J12C-3 : N-(5-(4-(4-^DD7iz;W-4-t KP*'>fc!^ll iV)-2, 2-tf 
^(4-7MD7i^W^>^)-l-H7-3f/>f;W tf^Uv>-4-*;u# 

5 2&®& 

##0iJ12C-4 : N-(5-(4-(4-i7PD7i-;W-4-t KD+yKU v j /)-2-(4-7 

md7i -2- 7 x >^;u) -1 - « v- 3 y jw tr^ 'j >> >-4-* 

###J13C-1 : l-(5-(4-(4-7DD7injW-4-th'D+ylf<'Jv/)-2-7x 

10 -;i/-2-(2-tru^;w^>^;w-3-(3-t h'D^^yatr^^^j 21311% 

##0iJ13C-2 : l-(5-(4-(4-^DP7xnjU)-4-t Hn^->tf^U> J y)-2-7x 

- ;u-2- (2- tr >j >>;u) ^ >ep;» -3- a - < - p j <i m tr^ y v >-4-r ^ v 

##0iJ13C-3: l-(5-(4-(4-^DP7x-;i/)-4-kKP*vkf^U> ? /)-2-7x 

15 -;i/-2- (2- e u : J )V) ^>?-)V) -3- a - H" v ^ u ?v -f ;w t? * u 5? >-4-< ;» 

■71/7 3&&Jfi 

##0i|13C-4: I-(5-[4-(4-^PP7'x-jl/)-4-t KP+v^'J^y]-2, 2-tf 

20 ###J13C-5 : l-(5-[4-(4-^PP7x-;W-4-tHP^->hr^Uv/]-2. 2-tf 
^(4-7MD7x - ;U) ^ >3M W -3- (3-b Ka+y^n tr;W >7 
##0<JI3C-6 : l-(5-[4-(4-:7PP7xr:;l/)-4-tHP^>'bf^'J v/1-2. 2-t* 

x(4-7Mu7i n;w ^ y^)V) -3- (1 - ( - 3 ? y ju) tf ^ u v >-4--r ;u) »> 

1/7 

25 ##0iJ13C-7 : l-(5-[4-(4-70P7xr;W-4-kHo^y^'JyV]-2-(4-7 

M071 -;w -2- 7 x - Jl^ >^^) -3- (1 - (-r v - P 7 -f ;W tf^'J 5/>- 

3C-8:1-(5-[4-(4-7DD7i — ;W -4- 1 K P* -> U v 7 ] -2- (4-7 
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^□7x^)-2-7x^;^>5 i ;i/)-3-(3-tHo^>'^atf;u)'>^T mm 

###J13C-9 : l-(5-[4-(4-7PP7xX>W)-4-t FP^xtf^U 5V]-2-(4-7 
;^D7x^U)-2-7xri;^>^)-3-(l-(-D^/^;Ut:^Uv>-4-< 

5 mwt vmM 

##fl|14C : N-(5-(4-(4-7PP7xXJ»-4-fch*P*5't?^U>V)-2, 2-fc*7> 

##0iJ15C :N-(5-[4-(4-^PD7xn;W-4-th*D^^tf^'JvV]-2-(4-7^ 
tD7irj|/)-2-7x-M>fJW 7t h75 H 
10 ##0J 1 D 

^ y V)l 2- ( (5- 1 h* P *->-2, 2-5? 7 x x;i^ >3MW 7 3 / ) -2-** 7 X^ 



5 -7^y-4,4-> ? 7xX;U^>^y-;Kl5.8 g)©7-fe hXhU;KlOO ml) 
15 »ttfc2-(((^>^**^)*^#x;W73y)l»03g), WSC(14g)£jJDX. 

m&: 122-1 23"C. 
20 ##W2D 

tert-7^ 2-((5-hFo^y-2,2-y7x^K>f;W7^)-2-^7I 
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H O 



JC2-(((terl-^h^v)^;Pfc;i')75y)^(3.5 g)» WSC(4 g)fchl)X?- 

&li4fc^(4g)£#fc,, 
$ft#$J : 

! H-NMR(CDC1 3 ) 6 : 1.2-1.6 (2H, m), 1.43 (9H, s), 1.802.3 (2H. m). 3.4-3.6 
10 (2H,m)., 3.69 (2H, d), 4.04 (2H, d). 5.0 (IH, br), 5.70(lH,br), 7.1- 
7.4(10H,m). 
##011 3D 

2J-^7xX;W5-(4-7xX;i>£^V^y)^>*>XHJ>M> 




15 5-^DqE-2,2->?7x-J^>^>- HJJK9.5 g)0>7-fe hx h UJKlOO ml) 
^*'J^A(6 g)<h4-7x-;Hf^'Jv>(4.8g)JH^.fco Kffrl^ 

®& : 88-89*0. 
20 ##09 4 D 

7-** V -4, 4- y 7 x x;|/-7- (4- 7 x XJP e 1 >J / ) 7? >X h U )V 
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6-vT ;-4,4-i?7x-JK^>S <5. 87g) ©^OD^> (60ml) ftffi 

\z.mttt~* C3.57 g ) **»t»*, ^Ti^r B m^tfc. mi:7x 

-;l/tf^Uv J > (4.8 g) tb'JX^;V75> (5g) ©^aD**> (20 ml 

ftS/U*y;p*^A^PTh^77-f-Cf*U.^U->-rax^ (4:1- 
" 1:1) T?«iat/*«flS^* (7-5 8) 

10 'H-NMR(CDC1 3 ) <5 : 1.19-1.95 (4H. ra), 1.96-2.08 (4H. m), 2.20-2.79 (6H, ■> . 
2.91. OH, dt. 1=2.6, 18.0 Hz). 3.38-3.52 (1H, m). 4.66-4.80 (1H, m), 
7.10-7.38 (15H, m) . 
##$J5D 

2, 2-v>7 xX;W5-(4-7xX;Hf^U 5V)'0^*75 > 




15 

#^J3DTMtfc2,2-v7xZl^-5-(4-7x^tf^'Jvy)^>^>^ 
HJJp (10.0 g) &#*fl:lWA7;W5XtfA (4.8g) t^b7;i/5X«^A 
(16.9 g) ©THF (350 nl) S»«fcl*»Ttn*.» MTT3l$ra«#l>fc. fcfo 

20 u x _^;i, (500 ml) SjBA-fe7< 3&©W1£JI£®»&& 
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9 J - )V-mcC7 >*-7* (50:10:1) U«H{b£«r (8. 1 

g) 



'H-NMR(CDC1P 6 : 1.25-1.36 (4H, ad, 1.69-2.03 (6H, m), 2.10-2.18 (2H. m) , 
5 2.28-2.48 (3H, n). 2.90 (2H, d, J=l 1. 4 Hz>, 3.33 (2H, s), 7. 12-7.32 (15H, 
• m) . 

#3t0J6D 

^ y V)V 2- ( (5- (4- * >if >X v0 -2 . 2- 5? 7 x X Jl^ 




10 



H O 



###JlDT^nfcte-&tK5.50 g)©7-b hx h 'j;i/W(150 m))^ HJ 
X3^75>(2.76 ml), 4-^^f^75 7 fcT U S?>(0. 16 gJSitfttflS p-h> 

;Wx>*»*x;W3.79s)*;bD*.&. Sf&tt^nirKftft^l/^tt. M*fcf£ 
is &l»x?;i^*'tf>*&»M:U «JSffr&«lfe(6. 28 g) *Hfc. 

##*#J7D 

2- ( (5-3 - K-2, 2-S>7 xXJW* >^;W 75/) -2-:**7 X^-JViJ 
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rO' 



##WDTi#6nfdt-&#»(6.25g)<DT-th>(100ml)WC. *#T. £ 
5ft^hU*A(15.0 g)£tDA;fco R««saiBT2BIIIM#l/fc«, Rfc* 

5 fcjas * > U * 7 A * □ t h ^7 7 w - fcf* b fco "\*tf - >-l»x^;p 

(1:1)T»«U «Wfc&* (5.93 g) 

'H-NMR (CDC1,)6: 1.51-1.63 (2H, ■), 2.12-2.19 (2H, m), 3.10 (2H, t, 
J=6.4Hz), 3.73 (2H, d, J=5.6Hz), 4.00 (2H, d, J=6.5Hz), 5.10 (2H, s), 5.23 
10 (1H, s), 5.51 (1H, s), 7.15-7.40 (15H, m). 

2-((4-t FD+^-2,2-^7i-^W7^)-2-^VX^ 



•H-NMR (CDC1 3 )6: 1. 26-1.34 (2H, m), 1.71 (1H, s), 2.09-2.14 (2H, in), 3.53 




H O 



15 



4-7 5 7 -3, J-5>7i^^ / D t^tC LT&J&Lfc 
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(2H, t, J=5.8Hz), 3.72 (2H, d, J=5.8Hz), 4.00 (2H, d, J=5.5Hz), 5.08 (2H, 
s), 5.30 (1H, s), 5. 56-5. 59 (1H, m), 7.13-7.37 (15H, m). 

^ > z/)V 2- ( (4- (4- * 3 L )V< >-t*>^;l/*- )l>tt is) -2,2-y7x —)Vl?-)V 
5 )T^J)-2-^V^)Vti)Vn^-h 




H O 



'H-NMR (CDC1 3 )(5: 1.34-1.42 (2H, m), 2.01-2.09 (2H, m), 2.43 (3H, s), 3.73 
10 (2H, d, J=5.6Hz), 3.90-3.96 (4H, m), 5.08 (2H, s), 5.29 (1H, s), 5.48 (1H, 
s), 7.09 (4H, d, 1=7. 0Hz), 7.19-7.36 (13H, id), 7.73 (2H, d, J=8.2Hz). 
###JI0D 

^ y 2- ( (4- 3 - b* -2,2-y7i -)VZf=?)V) 7 5 / ) -2-5f* 7 ^)VtS )V 

0 
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. 'H-NMR (CDC1,) 6 : 2.52-2.70 (2H. ■). 3.37-3. 59 (2H, ■). 3.92-4.10 (4H. m) , 
4.18 (2H, s). 5.13 (2H, s), 5.78 OH. s), 7.15-7.36 <15H,' m). 
###|11D 

tert-7*^ 2-((2,2-^(HDD7x^)-5-hHD^>^)75/ 

5 )-2-^-^vx^;^;wN*^-b 

CI 




10 



5 _ 7 = y _4, 4- tf* (4-* D O 7 i^jW / -;M»&#MH«D fcR* 

'H-NMRttDCl,) d : 1.23-1.35 (2H, id), 1.41 (9H, s). 1.85 (1H, t, J=5.6Hz), 
2.05-2.14 (2H, m), 3.55 (2H, q. J=5.6Hz), 3.68 (2H, d. J=6.0Hz). 3.96 (2H, 
. d, J=6.2Hz), 4.98 (1H, br), 5.75 (1H, br), 7. 13. (4H, d. 1-8. IBs). 7.29 (4H, 
d, J=8.7Hz). 
#^12D 

15 tert-7*^ 2-((2,2-k'X(4^QD7x^W-5-(4-^M>1f>X^^ 
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CI 



. CI 




H 




0 /= , 
0 



Me 



. ###|1 1 DT#6tlfcft*«*» S##0!I6D i: BMS£ UT-&g£Lfc. 

'H-NMR(CDCI 3 ) 6 : 1.30-1. 38 (2H, m), 1.40 (9H, s), 2.01-2.09 (2H, m), 2.45 
5 (3H, s), 3.68 (2H, d, J=6. 1Hz), 3.88-3.96 (4H, m), 4.94 (1H, br), 5.65 (IH, 
br), 7.02-7.12 (5H, m), 7. 24-7. 35 (5H, m), 7.74 (2H, d, J=8. 3Hz) . 
##f!|13D 

tert-^;U 2-((2,2-t'7(4-i7DD7i^W-5-3-K>^)75y)-2- 



'H-NMR(CDC1 S ) 6 : 1.41 (9H; s), 1.47-1.56 (2H, m), 2.04-2.17 (2H, m), 3.10 
(2H, t, J=6.4Hz), 3.68 (2H, d, J=6.2Hz), 3.94 (2H, d, J=6.2Hz), 4. 89 (IH, 
15 br), 5.68 (IH. br), 7.06-7.13 (4H, id), 7.25-7.33 (4H, m). 
###|14D 



CI 




10 



0 
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t:x (4-7jPtn7 x~;w r-fe hx hj ;w 

F 



F 




CN 



£M4-y)V*nys:-M*9S-fr (24.2 g) (50nl) £ 

3fc^nD>*> (200»l) h'J^f^>'J^>7^H (16.4ml 

) £UP^fc^> 0 < C-CE9^b5 1 ^> (13.4 ml) S»Tbfc. 50$H*#«, E« 
«Ki** (5 ml) £iD>L, ffifnmWTKfcav^c. fi£**BWX3\«^ 

io JBET*»U Si'^t (21-8 s) 



'H-NMR (CDC1 3 ) a : 5. 11 (1H, s), 7.03-7.11 (4H, m), 7.26-7.33 (4H, m). 
##0iJ15D 

;V 4, 4- 1* X (4- 7K0 7I XJl') -4- ~/7 J^V-V 



##W4DT#^nfcfx(4-7;i/^P7x^)7-fehxh , j;i/ (20.4 g) 

, 3L?J-)V (150ml) , t,8-^7-tft:5/^D[5.4.0]-7-^>7 :; -t> (2.63ml 

) . 7?u;i'&x^;u (12.5ml) ©E-&^£i8^^in^SSS£tfc. 

»E£«JET*«U 2«3©K« (200 ml) lll^jK'lIKU:. W 

20 «JB*«S»£Jfi*Tifem «i*ttB6T^^>"7A-t?«:«u»ET*l8Ufc. 



F 
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X^(5:l)T»ajLT«J!fc£4& (28.8 g) 

'H-NMR (CDC1,)<5 : 1.25 (3H, t, J=7.2Hz), 2. 42-2.47 (2H, m), 2. 70-2.75 (2H, 
5 o), 4.13 (2H, q, J=7. 1Hz), 7.06-7.13 (4H, m), 7.34-7.39 (4H, m). 
#%#|16D 

2, 2- 1: X U-7)V* D 7 x x;W -5- 1 h* □ * 5"<>*\>P7 = > 



###| 1 5 D T?# £ tlfcX^ 4,4-t!7(4-7MD7l X*) -4- 1/7 J J 
10 ^U-h (34 g) , THF (150ml) Offi§ftl:**ft>Jf !7A7^5r^A (15.7 
g) £ftl*16l$MttJRfflils£:. (50 ml) £'>*-f :?JJDx.fc& 

-f-fctfU SixW^ililTW^l!) (19.7 g) 

15 

'H-NMR (CDC1 3 )<5 : 1.24-1. 33 (3H, m), 2.18-2.24 (2H, m), 3.32 (2H, s), 3.61 

(2H, t, 1=6. 2Hz). 6.96-7.04 (4H, id), 7.11-7.19 (4H, m). 

##0j|17D 

lert-y^ 2-((2,2-tfX(4-7;i/^07xX;U)-5-t Ho^5>^>^;P)75 

20 yj-z-t+yx^W^/u-h 
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*0H 



NH 

HN- 



'H-NMR (CDCl,) 6 : 1.25-1.36 (2H. in), 1.42 (9H, s), 2.09-2.14 (2H. m), 3.57 
5 (2H, t, J=5.9Hz). 3.69 (2H. d, 1=6. 1Hz), 3.98 (2H, d, J=6.2Hz), 5.02 OH, 
s), 5.76 (1H, s), 6. 98-7. 05 - (4H, m), 7.11-7.17 (4H, m). 
#%fl|18D 



10 




1 7 D X*'& S> nfdfc&tlfr£## 096 D t LT£j& Ltc . 
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'H-NMR (CDClj) 6 : 1.25-1.40 (11H, m), 2.03-2.08 (2H, m), 2.45 (3H, s), 3.67 
(2H, d, J=6. 1Hz), 3. 89-3. 95 (4H, n), 4.94 (1H, s), 5.61-5.65 (1H, m), 
6.96-7.11 (8H, m). 7.33 (2H, d, J=8.2Hz), 7.74 (2H, d, J=8.3Hz). 
5 ##001 9D 

. tert-^JU 2-((2,2-t'7(4-7MD7x^)-5-3-H>^)75/)- 



10 

'H-NMR (CDC1 3 ) 6 : 1.41 (9H, s), 1.47-1.57 (2H, m), 2.08-2.14 (2H, m), 

2.39-3.23 OH, m), 3. 82-3.92 (7H, m), 5.77-5.81 (1H, m), 6.84-7.06 (6H, 
m), 7.19-7.27 (6H, mj. 

mmmi 

is *>V)V 2-((2,2-> ; 7xn;i/-5-(4-7xz:;nf^u> ? y)^>5 1 Ji/)y5y)- 




HN 





WO 01/21 169 



138 



PCT/JP00/06376 



10 



h U 7i^*X7^f 7(520 mg)©7-fe h - h U«(10 mD^TtC&TT^: 
31(320 m)Zt}\lktz.. m^Tmmz^yzVl 2-«5-tKn*->-2,2-v7x 
^K>fJW75;)-2-^Vl5 : M;VA7- h (0. 88 g) <D7-t h- h U 

(DT-fe h - h'j;K20 oil)^(C4-7xn;i/tf^ , J> ? >(320 mg)tj^m^ , J7 
A (300 mg)£jbn*-fc. &«£40t;T«M#Lfc&, *t*lt»»xW 

X^/-;Ud>e»S^U *JBft;£tt<0.56g) 
jHj%: 167-1 68-C. 



t er t-7^;W 2- ( (2, 2- V 7 x n;i/-5- (4-7 x -)V U '7 7 ) ^ 75M W 7 5/ 
15 )-2-^^VXf;W^^-h 




o 

tert-7^;U 2-((5-th*D+y-Z,2-y7x-M>f;W7=y)-2-t+V 

: 145-146-C 
20 «#I3 

4,4-77xx:;i/-7-(4-7x-;i/t^U'77) / \7 , ^75> 2$Rtt 
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^7-4,4-^71 (4- 7 x ~ )V t!^ U v y ) 'V/? >X h »J ;K2. 2 

g)©THF (20 ml) jgftfcTkSHfc'J ^0 A7;US :z«7A (760 mg)<Z)THF (40 ml 

) mmmzfrftTtia^ eo'CTrHMJt^Lfc. KfomT'mmfeTmitj- h u 

. SSfc&BSJItU v^ODy^>-IPE^eH^^U, Ufc£tt (2.0 g 
) 

ttjft: 155-159t:. 
«0>|4 




HCI 



4,4-v7x-JU-7-(4-7x-;Hf^UvV)'\y^UT5>(500 mg)©>>£ 
□ □y^> (15 ml) ig&K: h U S > (3 ml), p- h □ 'J H (209 

15 ng, l.lmmol) &J;££DMAP (»^fi) £«T;!)0*-, £ireil$HiS#Lfc. S 

<\*rVr>-W&LX?)V (1:1) T««U S&CttK&iUfc 
^D04N;i/A-IPET'S^^t, ^jl^tl (420 ng) 
fl|£: 132-134*0 
20 £t&0)5 

N-(4,4-y7i-M-(4-7xr;Hf^iJ vV)^^)U) 7"fe^ S h* 
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HQ 



4 f 4-v?7xnJl/-7-(4-^x^;Utf^U^/) / \^;U7S> (400 ig> 
D d/^> (15 ml) mmz.h 1 )^)VT5.y (3nl), ^TkflPBS (102 ng. 1 mmol 

J-)V (l:0~l0:l) T*WbT«!»bfc«K:, IHftX^MPBfr&WtSftUT 
*H<fr&» (1 50 ng) 
80-85^ 



10 N-^>y;H-(4,4-y7i-JH-(4-7xZJ^<'Jyy)A^W75> 



4,4-> J 7xZiJU-7-(4-7xX;Utf^UvV)'\y'5 1 ;i/75> (426 mg), 
XT^xtH (106 ng) » p-hv^BI-M (to$») <Z>^>"tf> (5 nl) 

ssu 5«*«ffiT«*gi/#&nfc3is*^^y-^ (5 mi) tcjg^s-a-* 

#ffc*7^-HJ7A (38 ng) &jto*MT?S#|B]«#l,fc. E««7«, « 

(1:0-20:1) T?«Fttib"C»»Ld&fc*Ht*tl/fcftt 



ll*!5^J6 
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, {7 uuiis)l>A-l?Efr*>mi&&LTl£m<k'£V) (350 mg) £t#fc 0 
gfe,&: 223-226*C 

N- (4, 4-5? 7 x - ;U-7- (4- 7 x r ;|/ U -7 7 ) ^T^W -N- (3-* h * > 
5 vjU)75> 2igmm 



ni£&®m: *DD*JI/A-IPE. 
Bfc,&: 215-217'C. 
10 H»8 

N- (4, 4- :7 7 x - ;U-7- (4- 7 x rjU 'J V 7 ) ^73\>W -N- (2-/ h * > 
5W75> 2M^ 



1 5 fl&M ft :^PD A- IPE. 
KA: 100-10813. 

N- (4,4-771 -;U-7- (4- 7 x - 7U bf ^ 'J 7 7 ) ^f^)V) -N- (2- 7 □ ^ > 
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5 Bjft: 198-20<rc. 

N-(4,4-^7i= ;W-7- (4- 7 x - JU tf ^ U v 7 ) 'V/^W 7x>*^* 




I0 4,4-y7x-/H-(4-7x-^t^'Jy/)^P7=> (426 mg)<Z)M 

do mi) mmzmttimmi- h u uo mo ^*«u<it# 

l^^2-ft7x>*/V»7DUH (146 mg) £Jn?Lfc. 30#&« 
lljfX: 125-130^. 

N-(4,4-^7xx;P-7-(4-7xX;Utf^U->V)^^JU)-2-7xX;i,7-fe^S 
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$mm 1 o tmmzLx^vtc. 

103-11 Or 

5 gmm 

H-(4, 4-77 x-;W7- (4-7 x~;Hf^ U v / ) 'NT'^W-N- (2-^X~;M ^ 
Jl/)7S> 2i£Mi£ 



N- (4, 4- v 5 7 x-jU-7- (4- 7 x 1! ^ U v / ) ^ 7*^) -2-^^ 7 x ;|/ 



A(114mg)£>THF (5 ml) M&£*&TiO;i, 12l»tai!«R*Ufc. J£f&&7 

ttjftifc* iiix«ii (300 mg) ^T^^yrx^rnrz. nzwtit 

Ht£: 120-125X:. 



N-^< > -7J1/-N- (4, 4- v 7 x ~;b-7- (4- 7i-Jl/^Uy7)A 7^;P) -N-/ ? 




10 F<D7U-<£(300iDg)<DTHF (5 ml) ^iC^teU^Aj;!^-? 



;JS«i3 
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(175 mgXDT-fehnh'JJW (5 ml) -37**;UT 'J > (0.3 ml) gil:v7/* 
*ft*»7*^hU»7A (31 mg) «J:rfffft (0.5 ml) 

□ * A-IPET?S*Si& b T«»(fc£» (1 30mg) 
115-120-C. 



10 N-a2-y7x-)H-(4r7x^^'J^;)^>^)-6-7x^A*il- 
^5 H 



B-7x.-)],'\tt>WL (80 mg) CDTHF (5 ml) ffilt^+if 
U;U (63 mg) £DMF£H»lltl*.. 2^WMT«»Lfc^ MET, &lgLfc. 
15 ##WDT^t/t2,2-^7x-)W5-(4-7xn)Hf^U> ? /) 
^ytryj^y (HOmg) £HJX3MU75> (56 mg) OTHF (10 ml) «lC 
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ftftTiQA, mim&isiz. RffiffiCffiflSW* (100 ml) &jd*.rkx7\>v 
(100 ml) T&iiiU m\-k&*Tffi&'& MTK^&^hU^AT&JSIUfc. 

WHETtttt i/» 6 n^a s & -> u * y 7 a ^ □ t h ^ 7 7 ^ - fc# u * 

ggX^-'s+U^ (2:1) ~RSxfJUT»fflbaSlift£* (110 ng) 

5 . 

'H-NMR(CDClj) 5 : 1. 25-1.38 (5H, m). 1.45-1. 68 (5H, ■>. 1.72-1.78 (2H, m) , 
1.82-2.03 (6H, m), 2. 28 (2H, I. J=7.3Hz), 2.25-2.45 (1H. m), 2.52 (2H. t, 
J=7. 6 Hz), 2.88 (2H, d, 1=11. 4 Hz). 3.99 (2H, d, 1=5.9 Hz), 4.96. (1H, i, 
10 1=5.6 Hz), 7.12-7.34 (20H, m) . 

4-^< y V)V** ->-N-(2,2-y7i -*-5 - (4- 7 x —)V fc^'J -J J) ^>^)V) 



O 




is mmmutmmzVT^LTco 

'H-NMR (CDCIj) 5 : 1.27-1.38 (2H, m), 1.68-2. 44 (I5H, m), 2.87-2. 92 (2H, m), 
3.41 (2H, I, J=6.0Hz), 3.99 (2H, d, J=5.9Hz), 4.39 (2H, s), 5.14 (1H, (, 
1=5. 7Hz), 7.15-7.31 (20H, m). 

20 Hi§0ili6 

4-^ >^;hN-(2,2-^7i -)l/-5- (4- 7 x X)Kf ^ U >> / ) ^ >3MU) 7^ 
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s m& : ioi-iorc. 
mmmn 

N-(2J-i;7i^-5-(4-7x^t!^'Jy;)^>^)-4-7xrM>X 
75 H 



10 ##^5DT^bfc2J-v7xz:jP-5-(4-7x-^tf^Uvy)^>^>7 
S> (150 mg) £MJX3MKT5> (57 nig) CDTHF (5 ml) M£4-b*7xX 
frtDVX-frfay'f K (98 mg) £»TSn*-* 1. 5R#|SHa#l/fc. 
tSfnS#7K (ioo mi) £3ja*.rax^ (100 ml) titHU fiSfn^TKtSfc 
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20:1) T»mix*SHt£<» (HO rag) £*§7c, 
jtfc,&: 155-156*0 

5 N-(2,2->*7i - ;U-5- (4-7 x ~ tf^ U >V ) ^ >5";W -3-X h * M 



10 'H-NMR (CDC1 3 ) 6:1. 19-1.31 (5H, m), 1.68-2.60 (15H, m), 2.85-2.91 (2H, m), 
3.99-4.02 (2H, m), 4.09 (2H, q, J=7.1Hz), 7.17-7.33 (15H, □). 

2-7-th+'>-N-(2.2-^7xx;U-5-(4-7xHJHf^»J y/)^>f;W7t 
£5 K 




0 



15 
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: 106-107'C. 
£«fl|20 

^ > V)V ( 1 S) -2- ((2,2-y7x -JU-5- (4- 7 x ~ ;Hf 1 'J 5? y ) 1 W 7 5 




= > (110 mg) tl-l-77~> (68 mg) . HOBt (41 ng) ( 
10 ml) M£WSC (58 mg) £-20'CTj!jn;=L, lSTO^ffiTilftLfc. KfoWz. 
tK (100 ml) ZtiaXmm^fr C100 ml) TttfflU fift£ftla?ife£&, & 

i/D7h^77^-t;#u wkx^p-**/-^ (too:i~25:i) 

afi-ffc^ (120 mg) £#7c. 

'H-NMR (CDC1 3 )<5: 1.39 (3H, d, J=7.3Hz), 1.59 (4H, s), 1.96 (2H, br), 
15 2.58-2.92 (7H, m), 3.53-3.59 (1H, m), 3.71-3.82 (2H, m), 4.11-4.25 (2H, 
m), 5.07 (2H, s), 5.89 (1H, br), 6.30 (1H, br), 7.12-7. 40 (20H, m). 
IWJ21 

sOitfr (lS)-l-(((2,2-77x-;U-5-(4-7x-;i/tf^U->V)^>^)7 
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'H-NMR (CDC1,)<5: 0.84 (6H, d, J=6.2Hz), 1.21-2.09 (12H, m), 2.22-2.45 (4H, 
5 m), 2.84-2. 90 (2H, m), 3.87-4.03 (2H, m), 4.08-4.17 (1H, m), 5.05 (2H, s), 
5.12 (1H, d, J=8.4Hz), 5.56 (1H, brs), 7. 14-7.35 (20H, m). 

* > v;u (1 S) -1 > i/)V- ( (2, 2- v 7 x n;p-5- (4- 7 x ZL)V\L 1 U v / ) 1 > 
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'H-NMR (CDCl 3 )6: 1.21-1.28 (3H, u), 1.81-2.03 (6H, m), 2.34-2.47 (3H, id), 

2.99-3.02 (4H, m), 3.90-3.92 (2H, n), 4.06-4.30 (2H, m), 5.00 (2H, s), 5.42 
(1H, br), 5.53 (1H, br), 7.04-7.32 (25H, m). 

5 mmom 

(IS) -2- ((U-/7x =lJl-5- (4-7 x =.fr> tf * U 5? / ) * 7 5 



«#J20£|!ftlKbT£f£bfc. 
10 #ft#l&*. 

'H-NMR (CDC1 3 )<5: 1.21-1.46 (2H, m), 1.82-2.30 (9H, m), 2. 50-2. 56 (3H, m), 
3.15-3.32 (2H, m), 3.66 OH, dd, J=ll.lHz, 4.7Hz), 3.84 (1H, dd, J=l 3.0Hz, 
5.0Hz), 4.06-4.17 (3H, m), 5.02 (2H, s), 5.98 (1H, br), 6.02 (1H, br), 
7.14-7.32 (20H, m). 
15 ^»24 

^>>)l (lR)-2-((2,2-y7x-JH-(4-7x^e^'Jy/)^>^W75 




HN 
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o 




HN 



0 




'H-NMR (CDCl 3 ) <5 : 1.21-1.32 (6H, m), 1.71-2.09 (6H, m>, 2.24-2. 52 (3H, m), 
5 2.87-2.93 (2H, m), 3.83-4.16 (4H, m), 5.05 (2H, s), 5.30 (1H, d, J=6.2Hz), 
5.55 (1H, t, J=5.1Hz), 7.14-7.34 (20H, m). 

(2S) -1 -1 >i?)V**r Jbfc;i/-2- ( ( (2, l-i? 7 x ~ (4- 7 x -)V M * 



'H-NMR (CDC1,) 6: 1.21-1.28 (2H, n). 1.61-2.47 (13H, m), 2.85-2. 90 (2H, m), 



10 
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3.18-3.34 (2H, m), 3.86-4. 25 (3H, ■), 5.07 (2H, brs), 5.54, 6.07 (1H, 2br), 
7.16-7.34 (20H, m). 

N-(2,2-v7xn;W5-(4-7x-;i/tf^'Jv>')^>?;l')-2-5 1 ^7x>*;U 
5 H 




#*«5D^fifcbfc2,2-J?7xz;H-(4-7i^e^'J^>')^^>7 
S> (510 mg) t2-f*7x>*M>l (176 mg) ©7-trhXh'j;U (20 ml 
) MICWSC (265 mg) fcacfcTJllA* 16B3IH£i&'eJft#bfc. Rj£»cfc* (200 
10 ml) SJP^fflllWV (200 ml) TffltBU ffi*lfc*zKT?ifeiMk SStKM^ 

snifjKiKifjh^^y-JI' (20:1) T»ttll/*H 

<t£$l (510 mg) 
MH,« : $?X^X-~ r)V. 
15 S*^:80-8ir. 
Ul»27 

4-^>^^V-N-(2,2-v7xX;i/-5-(4-7xX;l/e<'J^/)^>^W 
^>X7 5 H 
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o 




MA: 148-1 49T:. 
5 |£&S0)J28 

N- (2, 2-y7i n;i/-5- (4- 7x-JHf^'Jy/)^ >^U) -4-7x/+y^> 

X75H mmm. 



MA: 199-204t:. 
«0H29 

5 _y Dt _ N _( 2t 2->57x-Jl'-5-(4-7xx;Hf^U^y)^>^;U)-2-75> 




WO 01/21169 



PCT/JPOO/06376 



154 




MA: 129-130-C. 

5 mmmid 

5-^at-N-(2,2-y7x^^5-(4-7x^^Uy7)^>^W-2-5 1 t7 



io fS&HM : B^x^i/-^*-* >. 

: 147—148*0. 
*S60931 • 

N-(2,2-^7xrL;W5-(4-7x-JU^U^y)^>5 1 ;l')-2-bfP-^M 
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o 




MjH: 155-1 56-C. 

5 mmmn 

3-7 O 5E-N -(2,2-y7i (4- 7 x - )V U 5? J ) ^ >^)l) * >XT 



: 103-104"C. 
**&0!l33 

N-(2,2-v'7x-;i,-5-(4-7x-JUh!^U^/)^>5 1 ;i')-4-t*7x-;l'7-t 




Br 
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o 




Sift : 86-871C. 

3-^>v;P^v-N-(2,2-v7x^;W5-(4-7x-^tf^Uvy)^>^) 



gfcj&: 122-123*0. 
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mm&m tmmz ltg®, vtc e 

St6 : 181 -18213. 

5 

4-^P ; E-N-(2,2-> ? 7xZ:^-5-(4-7x-;l/tf^»J^y)^>^;l')^>X7 
5 K 




1 7 £ TO iTpfK L Tc. 
10 : Mx5Ml>-A=Mf>. 

1316: 140-1411C. 

4-^ > W ;i/7 $ y -N- (2, 2- v 7 x ~ ;u-5- (4-7 x tf i U vV ) 
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o 




'H-NMR (CDC1 3 ) <5 : 1.26-1.43 (3H, m), 1. 63-1. 92 <5H, n), 2.13-2.41 (5H, m), 
5 2. 84-2.91 (2H, in), 4.18 (2H, d, J=5.8Hz), 5.67 (1H, brs), 7.14-7.39 (15H, 
m), 7.46-7.58 (5H, m), 7.67 (2H, d, J=8.8Hz), 7.84-7.89 (3H, m). 

N-(2,2->?7x-;W-5-(4-7x^tf^U> f y)^>^)-4-(7x-;W75/ 




8^: 134-13510. 
H«i39 

15 «>V)V 3-((2,2-y7i-JH-(4-7x^Hf< l Jy7)^>fJW7^)- 
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5 'H-NMR (CDCI 3 )<5: 1.21-1.33 (2H, m), 1.67-2.09 (8H, m), 2.20-2.61 (5H, m), 
2.89-2.94 (2H, m), 3.42 (2H, q, 1-5. 9Hz), 4.00 (2H, d, J=6.1Hz), 5.08 (1H, 
br), 5.11 (2H, s), 6.05 (1H. br), 7.13-7.37 (20H, m). 

^ y i»\ 4-((2,2-y7x =.)l<-5- (4- 7 x ~ )V tf 1 >J V / ) ^ >5W 7 5 J ) - 

io 4-^v^;u*;un^-h 




'H-NMR (CDClj)a: 1.21-1.38 (2H, m), 1.67-2.12 (12H, a), 2.24-2. 52 (3H, m), 
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2.86-2.91 (2H, m), 3.10 (2H, q, 1=6. 4Hz), 4.00 (2H, d, 1=5. 9Hz), 5.05 (2H, 
s), 5.14 (1H, br), 5.30 (1H, br), 7. 17-7.32 (20H, in). 

* y =s)\, N- (2- ((2, 2-y7x ~;P-5- (4- 7 x * U / ) 1 7 5 J 

5 )-2-^-+yx^;i/)-N-^^;u)*;uA^-h &m$l 



'H-NMR (CDC 1 3 ) 6 : 1. 53-1. 68 (3H, m), 2.17-2.28 (2H. m), 2.65 (4H, brs), 2.89 
10 (5H, br s>, 3.49-3.55 (2H, m), 3.88-4.00 (4H, m), 5.08 (2H, s), 5.66 (1H, 
t, J=5.7Hz), 7.15-7.35 (20H, m), 12.02 (1H, br). 
«0>J42 

l-^>v?;i/-3- (2,2-^7xn;U-5-(4-7xr.jUfcf^'Jv 5 /)^>^l')7U'T 



15 ##0iJ5DT^Lfc2,2->?7x-JU-5-(4-7x-;Hf^'J> 5 y)^>r5'>7 
(110 mg) t-iVi/ryM^yVfr (41 mg) Ofc!'J3?> (5 ml) i£?&£3 
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(100 ml) T*#&U *r«&l££*n&m7kT}fc}m fc*W:f-HJ»>A 

iffc^tl (114 mg) £#fco 
5 IMjA: 156-15710. 



N-(2-((2, 2-y7i x;U-5- (4-7 x XJUtf ^ 'J v> / ) 1 >^;W 75 7) -2-** 



10 HJfi^J2-e^bfetert-^;U 2-((2,2->?7xX;i/-5-(4-7xXJUtr^U 
SV)^>3^W75/)-2-**7X3^;&;W^-b (4.0g) ©l»l^ ( 
60 ml) jgSSfciajettflSTkJd-RRx^JU (150 ml) £JD;L> ii§T*lif» 
Lfco KJSifc£»«U ^^y-JU-^X^T^M^*, '775 >££B 
&<hLTf#fc (4.3 g) . ^<D75>JfiBtffi (200 mg) t¥u-)l,-2-X)\,X> 

15 ft (46 mg) . MJX^;U7S> (77 mg) ©7*fehxMJ* (15 ml) »f£lC* 
frT» WSC (80 mg) Srjtax., &&?19l?Mt#Lfc. (200 ml) £ 

Jna-Mx^ (200 ml) TTfflfflU fiSaftJfi*T«c»», fczMKBtf- MJ 

✓f-CtfU SfllfiKSSlfih^y-JP (5:1) TfflU ££f;:@t 
20 «x3\H>-^*tf>j&>5?5*SfiL*«fb£«l 07 mg) 
Sfi.^ : 158—159*0. 
HM^J44 



- £110943 
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mmm^ tmm^ v fc. 

5 M&: 184-185*0. 

N-(2-((2, 2-^71 -»-5- (4-7i^e^'Jy/)^>^)75;) -2-** 




10 3felfi«43tra«tCUT'&dEUfc. 

■H-NMR (CDC1 3 ) 5 : 1. 22-1.38 (2H, in), 1. 76-2.48 (11H, m), 2.94-2. 99 (2H, 1), 
3.97 (3H, s), 3.98-4.06 (4H, ■), 5.76 (IH, brs), 6.93 (1H, s), 7.11-7.41 
(19H, id), 7. 63-7.67 (IH, m). 

15 mmm^ 

N-(2-((2,2-v7x-;W5-(4~7xXJUt!^UvV>^>^;WT=y)-2-^ 
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'H-NMR (CDC 1 3) <5 : 1. 26-1. 34 (2H, in), 1.80-2.47 (11H, m), 2.94-2. 99 (2H, m), 
5 4.01-4.07 (4H, m), 5.61 (1H, brs), 7.06-7.55 (20H, m), 7.68-7.72 (1H, m). 

5-2 D D-N- (2- ( (2, 2-v7 x -;P-5- (4-7 x ^ U vV ) 0=^)1) 7 = 




10 $mmstmmKLT£f&Lt£. 

'H-NMR (CDCI3) 6 : 1. 22-1. 29 (2H, n), 1.73-2. 35 (13H, m), 2. 94-2. 98 (2H, 01), 
3.98-4.17 (4H, m), 5.80 OH, brs), 6.92 (1H, s), 7.06-7. 63 (19H, m), 9.92 
(1H, s). 

15 mmmt 

N-(2-((2, 2-y7i - JU-5- (4- 7 x ~ ;l> £ * U v ^ ) ^ >^;l/) 7 ^ / ) -2-** 
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5 'H-NMR (CDC1 3 )5: 1. 25-1. 33 (2H, m), 1.75-2. 19 (9H, m), 2.30-2.38 (3H, m), 
2.94-2.99 (2H, m), 3.98-4.05 (4H, m), 5.92 (1H, brs), 7.09-7.26 (15H, m), 
7.53-7.59 (3H, m), 7.86-7.88 (4H, m), 8.32 (1H, s). 
*W49 

N _ (2 -((2, 2-^7^n;U-5-(4-7x^;Ptf^U^/)^>5 1 ;i/)T^/)-2-^ 
10 VXf;W-l-t HD+v't^^ l/>-2-*mi)-S h* 




'H-NMR (CDC 1 3 ) <5 : 1. 25-1.33 (2H, m), 1.75-2.11 (10H, m), 2.38-2.46 (3H, m), 
15 3.11-3.15 (2H, m), 4.00-4.05 (4H, in), 5.89 (1H, brs), 7.08-7.24 (18H, m), 
7.45-7. 72 (3H, m), 8.39-8.43 (1H, in). 
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n - (2- ( (2, i-v v x -;u-5- (4- 7 x ZL)\, \L ^ 'J V J ) * W 7 5 / ) -2-** 



5 «0>J43i|e|^{'LT^Lfcc 

'H-NMR (CDC 1 3 ) 6 : 1.26-1.34 (2H, m), 1.85-2.21 (10H, m), 2.42-2.49 (3H, m), 
3.12-3.19 (2H, m), 4.01-4.06 (4H, m), 5.80 (1H, brs), 7.08-7. 35 (18H, m), 
7.48-7.53 (IH, m), 7.68 (1H, d, J=8. 1Hz), 7.84 (1H, d, J=8.4Hz). 
10 £2&0!I51 

N- (2- ( (2- ((2,2-y7i (4-7 i-iP fcT^ U 5* J ) * 7$/)-2- 

^-^7x^;u)T5/)-2-^-+yx^;u)-2,2.2-h'j7;^p-N-7ix;w7 





15 



HJS0!l43<i: fttti;: LT£j& 
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145-1 461C. 

N-(2-((2,2-S?7x-;W5-(4-7x-;Ut!^U^y)^>5 1 ;WT5y)-2-^ 



153— 154*0. 

10 N-(2-((2,2-^7x^H-(4-7i^l'^Uy/)^>^)75;)-2-^ 
yx^;v)-4-k*7x-jkfrji,#*+)-=L p 



mg) £hUX3^l/75> (80 mg) <Z)THF (10 ml) »ifcfc*?&T» 4-fcT7xx;U 

15 #;M^x;i^n'j H (54 mg) £HnA» 2«fwa»tfc. E^jfttftfomw* ( 

100 ml) £DD*.»Bx^l' (100 ml) TfcilfcBU ®fo&&7kT»&> 
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7hy77^-II#U mmx.Tfr^BWL^fr-*?/-* (10:1) X-mtHL 

mmts® (ioo mg) zmtco 

'H-NMR (CDClj)6: 1. 22-1. 48 (2H, m), 1.81-2.36 (9H, m), 2.42-2. 68 (3H, m), 
5 3.18-3.22 (2H, m), 4.01-4.13 (4H, m), 5.81 (1H, brs), 7. 10-7. 29 (20H, m), 
7.40-7.51 (1H, m), 7. 62-7.70 (2H, m), 7.93 (1H, d, 1=8. 3Hz). 

N-(2-((2,2-y7i - JU-5- (4- 7 1 ~ ;Hf ^ U >V ) ^ V) 7$/)-2-t+ 



'H-NMR (CDC1 3 )<5: 1. 24-1. 55 (2H, m), 1.82-1.89 (2H, m), 2.02-2.31 (9H, m), 
2.54-2. 60 (3H, m), 3. 25-3.30 (2H, m), 3.98-4.09 (2H, m), 5.89-5.92 (1H, 
15 m), 7.07-7.54 (18H, m), 7.79-7.83 (1H, m), 8.04-8.18 (1H, m). 
HfiE0y55 

N- (2- C(2, 2-y7iz;H- (4-7x"JHf^ U /) ^ 75/ ) -2-** 



10 
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■H-NMR (CDCl s )<5: 1.21-1.38 (2H, m), 1.78-2.17 (9H, m), 2.39-2. 53 (4H, m), 
5 2.83-3.03 (4H, in), 3.73 (2H, d, J=5.3Hz), 3.99 (2H, d, I=5.9Hz), 5.67- 
5.73 (IH, m), 6.69-6.74 (1H, m), 7.13-7.31 (20H, m). 
H»56 

4-"hP^>y> 2-((2 ) 2-y7x^H-(4-7x^^'Jy/)^>^l') 
75/)- 2-t^7Xf;WJW^-b 



10 




'H-NMR (CDC1 3 )<5: 1.21-1.33 (2H, m), 1.78-2.15 (8H, in), 2. 29-2. 49 (3H, m), 
2. 92-2. 97 (2H, m), 3.73 (2H, d, J=5.5Hz), 4.01 (2H, d, J=5.9Hz), 5.14 (2H, 
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s), 5.53 (IH, s), 5.79 (1H, s). 7.13-7.32 (15H, n), 7.45 (2H, d, J=8.5Hz), 
8.18 (2H, d, J=8.7Hz). 

4-7 □ D ^>>MU 2- ( (2, l-V 7 x n;i/-5- (4-7 x-JHf ^ 'J >V ) 1 

5 75y)-2-t+yx^*^-h 



mg) th'JX^;P7^> (115 mg) <£>THF (6 ml) i§&K0-4-7nD^>;7;l/- 
0H--bP7i-J^-^-h (175 mg) Sin*., ^MT18l$Piaif#Lfc. 

io R^mzmmm^ (100 on tioifflix^ aoo mo Tttmu 

-)V (10:1) T»ajU WM^)V-^*y>T*m&&Lmmit£V>l (124 mg 
) 

15 : 130-131t:. 



3-7DO^>vjP 2-((2,2-v7x-;i/-5-(4-7x-;Hf^'J^y)^>5 1 ;i/) 
75 7)- 2-^7X^U*;PA^-h 




HN 
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BA: 125-126-C. 
5 Mf!l59 

2-JX'J y-N-(2-((2,2-> ? 7rnX;i,-5-(4-7xX^t!^U^/)^>^V)75 




H 



H»51T^bfcN-(2-((2-((2,2-^7xXjW5-(4-7xXJWtf^U> ? /) 

^>^W7=y)-2-^vi^)7s;)-2-^yx5 L ;w-2.2,2-h , J7^ 

tD-N-7i^7ti'il ; (150 ng) OTHF (3 ml) »*t 5^*81^ 
hU^A*»* (3 ml) Sin*., fifiT?3«HSiI#l/&. E«»T*. *£in 

TtBKx^TffltBU fiafD*«*T!«s»ufc. 7 
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*-CtfU »«X^;i/-*£ y-;H7>t=7* (50:10:1) TigHiLSHg 
<b£$l (100 mg) £#fco 

5 'H-NMR (CDC1,) 6 : 1. 22-1. 30 (2H, m), 1.71-2.13 (8H, m), 2.29 (2H, t, 
J=7.2Hz), 2.35-2.45 (1H, m), 2.91 (2H, t, J=l0.9Hz), 3.70 (2H, d, J=5.7Hz), 
3.77 (2H, d, 1=5. 6Hz), 3.90 (2H, d, J=5.7Hz), 4.23 (1H, t, J=5.7Hz), 5.53 
(1H, t, J=5.7Hz), 6.50 (2H, d,.J=7.6Hz), 6.78 (1H, t, J=7.4Hz). 7.16-7.35 
(18H, m). 

10 HSS«SJ60 

V)l 2- ( (2.-2-5?7 xX;P-5- (4-7 x X )V tf * U V /) * 

7 ^ J ) -2-** v x^;i/# ;p a ^ - h 




15 f?£&£«g : ^X^UX—rJk 
Mjft : 83-8413. 
HJSWl 

4-* h*->^>>>;i/ 2-((2,2-y7xZ;|/-5-(4-7iZJHf^'Ji;;)^>5 1 J|/ 

) 7 5 y ) -2-*+ yi^w ;u a ^ - h 
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OMe 



flftj% : 115 — 1I6T3. 

) r a y ) -2-^ v x3^#>>w\*y - h 




jH£: 96-97*C. 
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2-* h*-M>^ 2-((2, 2-y 7x-J|/-5-(4-7 1 " ^ tf ^ 'J ->7) 
) 7 5 7 ) -2-3"* V X3Mkfr - h 




«0J57<h|^lcLT&f&Lfc o 
5 #Sttt&*. 

'H-NMR (CDCl,)d: 1.21-1.38 (2H, m), 1.70-2.11 (8H, m), 2.26-2. 52 (3H. ni), 
2.85-2.94 (2H, m), 3.71 (2H, d, J=5.8Hz). 3.83 (3H, m), 3.97 (2H, d, 
J=5.9Hz), 5.14 (2H, s), 5.41 (1H, brs), 5.62 (1H, brs), 6. 87-6. 98 (2H, m), 
7.14-7.35 (17H, m). 
10 »0iJ64 

1 > (1 S>-1 P)V-2- ( (2- ( (2, 2- -77 x -JU-5- (4- 7 xXJUM 'J 7 

/ ) ^ >^;u) 75/) -2-** v x5P;i>) 75/) -2-** y - h 
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«#!«fcPWIKbT^75>*«tI***bfc. ^0y75>IiI (200 
mg) tZ-L-7i-^77-> (125 mg) » HOBt (79 ng) 07"feh-hU^ (15 
ml) »«fcWSC (80 mg) £-20'C*T?ln*.» 3Blffl£ireft#Lfc. Rlfciftfc* ( 
100 ml) ZtoZmtX** (100 ml) T&ffiU 

(123 mg) 

'H-NMR (CDC1 3 )6: 1. 28-1.45 (2H, m), 1.81-2.41 (8H, m), 2.42-2. 69 (2H, m), 
10 2.83-3.31 (4H, m), 3. 60-4. 12 (5H, m), 4.40-4.59 (1H, m), 5.02 (2H, s), 5.64 
(1H, d, J=8.0Hz), 5.84 (1H. brs), 7.07-7. 28 (25H, m), 7.58 (1H, brs). 

2-((K>v;i'75/)^;i'fc^)75/)-N-(2,2-v7x-;i/-5-(4-7x-;i' 

tf^u> ? y)^>^;W7-fe^^ f 




mg) £4 V*s7 (42 mg) <DWJ> (5 ml) m«3R»mSaT 

mtbfr. Rj£*E£SSfDfiW* (100 ml) tmt^)V (100 ml) T#SBU 

(130 mg) 
»^: 149-152'C. 
#§lfS0!)66 
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N-(2.2-> f 7x-;U-5-(4-7x-;i'tr^»J^y)^>^)-5-hHP+->-5-7 



^^J16T-^L^4-^>y^;i'-N-(2,2-v7x-;P-5-(4-7x-;Pfcf^ 
5 'JyV)^>^W^7 5H (100 mg) tf>THF (2 ml) <h*^y-;i/ (2 ml) <D 
fi£*ttfc**fc*«7** MJ«7A (10 mg) SfcftTiO*.* *?frT30$h £i& 
TriBfrfflJ*#bfc. (100 ml) t»«x^;|/ (100 ml) TftgEU W 

<=> n&383 Sy'J* y => a 7 □ t h tf 7 7 -< - fctt t , x^;p-* ^ / 

10 (20:1-10:1) -?JfttHLffiIfl:&4b (70 mg) 

'H-NMR (CDClj) 6: 1.25-1.36 <2H, m), 1.61-1.77 (7H, m), 1.93-2.12 <6H, m), 
2.31-2.51 (3H, m), 2. 93-2.99 (2H, m), 3.56 (2H, s), 3.99 (2H, d, J=5.2Hz), 
4.59-4.67 (1H, m), 5.16 (1H, s), 7.14-7.32 (20H, m). 
15 »0y67 

N-^>v J ;U-N'-(2, 2-77 x-JU-5- (4-7 x-;Hf^'J vV)^>3\>l/)X7 ~>^- 
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^»18T^bfcN-(2,2-^7xr:;W5-(4-7x-;Vtf^Uvy)^>^ 
_3-x h^v^J ;1/tJn^I/7*D \Z3"~)V7 5. H (100 mg) <DTHF (1ml) »«ctC 
2^7K^<fc^-hU , 7A*M (1 ml) £iD*-. MTlWfHfflB^Ufc. EJfiifc 
5 (100 ml) T?*HRUJBJ&!a« (1 ml) T?*»U WitX^Tffflttitfc. 

(23mg) , HOBt (30 

mg) OT-fehXhU;V (5 ml) 8«fcWSC (42 mg) Sr-20 t CT*iP^., 16P#IH!Saa 

x-mwvrz. Rfomz.mmMfc7> : £~y&fc®®. ooo mo *in^.»Kx^ 

10 ;U (100 ml) TJt&fctiU HJtfAT^&bfc 

BllfJ^IHXf JW* * 7 (1 0 : 1 ~20 : 3) LEMit&to < 1 00 mg 
) £#fc. 

15 'H-NMR (CDC1 3 ) d : 1.21-1.35 (2H, m), 1.72-2.15 (9H, m), 2. 27-2.50 (6H, m), 
2.89-2.94 (2H, m), 3.96 (2H, d, 1=6. 1Hz), 4.37 (2H. d, J=5.9Hz), 5.41- 
5.47 (1H, n), 6.51-6.58 (1H, m), 7. 14-7.33 (20H, m). 
«0*J68 

N-(2, 2-v J 7x^-5-(4-7xX;Hf^U^y)^>^)-3-((7xX;UT-k 

20 ^;M75y):/n/*j-5 h* 
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o 




mM&MX-£i1& htz^y V)l 3-((2,2-y7x - ;i/-5- (4- 7 x X )V¥ 1 U =s 

y)^>^;w)75y)-3-^y7 p ohr;u*;w\^-h (370 mg) ©x^y-;i/ 

(5 ml) ®mz\O%A7W&0im (37 mg) £in*> tK^HH^T^MT2^ 

) ~K&x^;i'-**y--;M&fn7> ; EX77k (50:10:1) «l^7.$> 
£Lfc. ^OS?TS>t h'Jx5 L ;P75> (74 mg) ©THF (10ml) ig&KTicft 
TMfc? x.-)V7-k?-)V (82 mg) fciP*., 3I$IBIJ*#L&. &£tt£ffi¥afiW 
10 tK (200 ml) fcillABKx^ (200 ml) TfflttJU «SfDA*7KT«c»»» & 

?DTh^7^-£tfU RKx^~ttB&x^;i,-**y-;w (io:0 t?» 

ffiU W»X^P-^-tf>^e.SllgaLSS^« (68 mg) £#fc 0 
K£ : 149-150TC. 

15 

N- (4- ( (2, l-*?7 xXJW-5- (4-7 xX^ t° ^ U v> / > "O^lW 7 5 >> ) -4-** 
77^W^>X7S H 



WO 01/21169 



178 



PCT/JP00/06376 




0 



MjAL : 144-145*C. 

^>^;V 2-((2,2-y7x-;H-(4-7x^^'Jyy)^>^W75;)- 



^J6«19-r^j*bfc2-T-feh^->-N-(2,2-5?7x-JU-5-(4-7xnJHf^ 
'Jy/)^>^W7t^5H (130 mg) (DTHF (5 ml) Wld2^7KS?fk^ h 
U9A*»« (5 ml) £SO;L> S*Tl»Wa»Lfc. (100 ml) T" 

15' tfATflHfc MJxTigfgbfc. Z:©»3fch'JX**75> (272 mg) , DMAP 
(2 mg) ©THF (5 ml) iffll:£ft*J^ / <> , /+ ~> (448 mg) fc^TttlA, 



10 
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2mm^UT'WtLtco SJfc&KtaMWTk (100 ml) SftlAlflftX^ (100 
)^mmx.^)l-^^y-)V (20:l~l0:l) T»aL«jH<k^tt (70 mg) 



'H-NMR (CDCl^fi: 1.19-1.37 (2H, m), 1.66-2.08 (6H, ni), 2.23-2.43 (3H, m), 
2.84-2.89 (2H, m), 3.99 (2H, d, J=5.9H2), 4.52 (2H, s), 5.13 (2H, s), 5.77 
(1H, brs), 7. 14-7. 39 (20H, id). 



N- (2, 2- V 7 x XJP-5- (4-7 x -)l> b?^ U V J ) 1 >^)V) -5-7 x x;i>-2-^;*- 

7x>#;M^-t)-i~ h* 



^M0lJ3OT^Lfc5-7Dt-N-(2,2-v7x-;|/-5-(4-7x-^e^U-7 
15 ;)^>^W-2-^7x>*M+t$ H (HOmg) <h7xx;M3?& (33mg 
) > 2M%.mM*M1- h 'J 7A*ft& (2 ml) h*~>x*> (10 ml) ft 

ffcCxh?** (HJ7xx;U#*7>f » yt^v7A (0) (28 mg) SriDA 

. s*»bb«t» mmmmm^tzo (200 mo t^jku 

Mti^ (200 mo Tamufc. G®m&mm'kM*LT-m&&. mxmwn- 

BKx^;U-'\+1J-> (2:1) TfttBU $ €>(C??ttAUMfc 
£ft (66 mg) %ntz. 
137-138*C. 



5 It 



10 HJS0IJ71 
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mmmn 

N-(2, 2-S?7x^;U-5-(4-7x-;Ufc!^U 5?/)^>^)-5-7x-JH-77 



5 ^^J29T*^Ufc5-^P ; E-N-(2,2-^7x^-5-(4-7x^;V't!^Uvy 

) -2-7 7 «#J7o t iwtftMc lt£-j£ l, fc. 

|R£ : 131-132-C. 

10 N-(2 f 2-^7x^-5-(4-7xnJHf^'J^y)^>^JW-3-7xZi;^>X 
75 F 



H»32T'^bfc3-7D ; E-N-(2,2->*7x^l/-5-(4-7x-;Hf^U-7y 

) * j V) *t >xt s k frh mmmn tnmz tx-s/fc u ft. 

K£: 140-141T:. 
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(2S) -2-75/ -N- (2- ( (2, 2-7 7 x X ;U-5- (4-7 xXJU fcT^ »J ->* / ) ^>^)V) 
75 y)-2-t*V If JV)-3-7xr;^D/tt$ H 




5 mmmUX^0.LTz^>^)^ (lS)-\-^>-J)l-2-((2-((2,2-Jy^)W 
5- (4- 7 x hf ^ U V J ) ^ >f )V) 75/) -2-^-^r V X?;W 7 5 / ) -2-** 

vifw^/w-h (no ig) ©x^/-;p (5 mi) mmznxrtyWk 
mm di ng) £jn;L> ^nm%ymximfmwhtz. E£&£3i§u 

10 U BKX^-gfjKX^P-^^/-;!/ (20:3) -Bt&x^Mi/-/ 
&fcJ7> ; EX77K (50:10: 1) T?»UlU«IH<k^tt (40 Dig) 

'H-NMR (CDCl 3 ) 6 : 1.21-1.42 (2H, m), 1.70-2.19 (9H, m), 2. 25-2.58 (3H, m), 
2.60-3.29 (4H, m), 3.45-4.37 (6H, m), 5.58-5.81 (2H, n), 7.02-7.27 (20H, 
15 m), 7.87 (1H, brs). 
H»75 

"C>SW 2-(N-(2,2-v7xx;P-5-(4-7xX;Ut!^U v/)^>^;W-N-/f 

;u75/)-2-^vx^ju*;i/;\*^-h 
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1 B -8T'£fife b fc 1 -* )V A 7 5 J -2 . 1-5? 7 x X»-5- (4- 7 x XjU tf * 
U->V)^>^> (420 mg) £>THF (15 ml) U f^ATJVS^^ A 

(112 mg) £*?TFjJ0*.> ^i&T2Nftffl, 60t:i?irajt#bfco 
5 U *#T, * (5ml) «V»T2«3£*KflS^h'Jf A7K*tt (3ml) £'i>b-f 
-DmX. X— (300 ml) £jbP*.-fe^K hT33fibfc. 3$©W$SJl£&fP 
ftJfcfcTifeitMt. fc*«E»:^U£ATft«bfc. «ffiTW6b»6nfc»S 

) ~rax^w**y-;Meft7> : Ex77k (50:io:i) TMbfc z.nt 

10 Z-^U-» (84 mg) <7)7irhXh'j;i/ (10 ml) fcfclCWSC (76 mg) &2k?*T 

jd*.. imm^m.'^tmi'fto &&m\z* (200 mi) ^*o«mx^;u (200 m 

$lb#f>nfc^$ ; &v'U^^^^A^p^H^77^-^ftb, rbsx3\H/ 

~MX^;i/-^^/-^ (20:1) T*ffibSSft^« (130 mg) £#fco 

15 

'H-NMR (CDCI 3 )<5: 1. 22-1.39 (2H, m), 1. 65-2.05 (9H, m), 2.23-2.51 (3H, m), 
2.75-2.96 (2H, m), 3.88-3.90 (2H, m), 4.06-4.18 (2H, m), 5.11 (2H, s), 5.85 
(1H, s), 7. 20-7. 35 (20H, m). 

mmmn 

20 *>5W 2-((5-(4-(3-7;^P7xX^)tf^'Jvy)-2,2-^7xX;^>^ 

;W75y)-2-^-^vx^;^;PA'y-h 



WO 01/21169 



183 



PCT/JPOO/06376 




o 



N 




F 



in — n / ■ 



H O 



##^J7DT#e>nfc(b^(0.31 g)©Th7tHO77>iI(10 ml)H» 

* J -)V-Wm.^)V (0 : 1 00 - 5 : 95) Tf*t£l » ftfc 7 U -7 5 >©X* 
(10 mOt, ^TlMX-x;Hi^(2.0ml)SrllD^, HAUTCl 

ft LT«)8fl:*&« (0. 29 g) 

'H-NMR(CDCla) 6 : 1.23-1.33 (2H, m), 1.43-1.47 (2H, m), 1.97-2.01 (2H, m), 
2.57-2.90 (7H, m), 3.84-4.13 (6H, m), 5.02 (2H, s), 5.86 (1H, s), 6.73 (1H, 
s), 6.90-7.61 (19H, m), 11.37 (1H, brs). 



15 2-((5-(4-(2-7MD7x^W tf^U v/)-2, 2-v7x-;l^>3 : - 



*M«RJ77 




H O 
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'H-NMR(CDC1 3 )6: 1.25 (2H, brs), 1.47 (2H, s), 1. 96-2.00 (2H, ■). 2.53- 
3.11 (7H, m), 3.81-3.98 (6H, m), 5.01 (2H, s), 5.86 (1H, s), 6.85 (1H, s), 
6.98-7.43 (19H, m), 11.30 (1H, brs). 

mmmn 

<>is)V 2-((5-(4-(4-7;^07xn;Whf^'J> ? /)-2,2-v7x^;^>5 : - 

jw)75/)-2-^*vx^;u#;w\^-h 




10 'H-NMR(CDC1 3 ) 6 : 1.46 (2H, brs). 1.69 (2H, brs), 1.93-1. 97 <2H, m), 

2.54-2.89 (7H, m), 3.78-3.98 (6H, m), 5.02 (2H, s), 5.86 (1H, s), 6.83 (1H, 
s), 6. 96-7.38 (19H, m), 11.31 (1H, brs). 

mmwn 




h o 



•H-NMR(CDC1 3 ) 6 : 1.50 (2H, brs), 1.64 (2H, s), 1.98-2.02 (2H, m), 2.57- 
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2.85 (5H, m), 2.91 (2H, brs), 5.03 (2H, s), 5.89 (1H, s), 6.74-6.92 (4H, 

m), 7.18-7.37 (18H, m), 11.33 (1H, brs). 

HJ§#J80 

^>^;U 2-((5-(4-(2-* h+y7iZW^Ui?;)-2,2-y7i-JK>f 

5 M7$;)-2-t+vifMM7-h mm 



'H-NMR(CDCI 3 ) <5 : 1.26 (2H, brs), 1.62 (2H, s), 1.97-1.99 (2H, brs), 
10 2. 57-2. 65 (4H, m), 2.89-2.90 (2H, m), 3.11-3.16 (IH, m), 3.81 (3H, s), 
3.89-3.98 (4H, m), 5.01 (2H, s), 5.91 (1H, s), 6.83-6.97 (3H, m), 7.16-7.38 
(19H, m), 11.23 (IH, brs). 

«.>V)l 2-((5-(4-(4-^ N + x.-)V)\f.^) ~J y)-2,2-jy x-;i/^>^ 

15 jw/syj^-^vx^MM^-h mm 




H O 




H O 



j5fi«S : 119-120r 
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'H-NMR(CDC1 3 )5: 1.49 (2H. brs), 1.67 (2H, s). 1.99-2.06 (2H, n>. 2.58- 
2.80 (5H, m), 2.90 (2H, brs), 3.80 (3H, s), 3.91-4.03 (4H, n), 5.03 (2H, 
s), 5.91 OH, s), 6.85-6.90 (3H, ■), 7.12-7.63 (19H, m). 11.31 (1H, brs). 

*>?fr 2-((2, 2-y7 x^-5-(4-(3- h U 7^D^^7i-JW fcf^U 

5? /)^>^u)75y)-2-^*vx^;u#;w^--h 



10 'H-NMRCCDCl,) 5 : 1.54 (2H, brs), 1.65 (2H, s), 2.04 (2H, brs), 2.48 (2H, 
brs), 2. 74-3.00 (5H, m), 3.90-4.00 (4H, m), 5.00 (2H, s), 5.88 (1H, brs), 
7.18-7.32 (18H, m), 7.45-7.58 (3H, m), 9.98 OH, brs). 

2-((5-(4-/^-4-7x^;Hf^U> J /)-2,2-v7x^;^>^) 
15 75/)-2-*+VX^*;Wt^— h MBM. 



'H-NMR(CDC1 3 ) 6 : 1.26-1.36 (4H, m), 1.62 (4H, s), 2.45-2.95 (8H, id), 3.60 




H O 




H O 



WO 01/21169 



187 



PCT/JPOO/06376 



(2H, brs), 3.93-3.95 (4H, m), 5.04 (2H, s), 5.99 (1H, s), 6.78-7.61 (20H, 
in), 10.95 (1H, brs). 

mmmu 

^C>y;i/ 2-((2,2-y7i - JU-5- fcf^'J >W) 75/) -2-** VI? 

5 m% 




H O 



'H-NMR(CDCI 3 ) 5 : 1.33-1.44 (2H, a), 1.67 (3H, s), 1.79-1.89 (2H, m), 
10 2.33-2. 54 (5H," m), 2.85-2. 87 (2H, m), 3.65-3.68 (2H, m), 3.92-3.99 (4H, 
m), 5.05 (2H, s), 5.91 (1H, s), 6.91-6.93 (1H, s), 7. 18-7. 41 (15H, in), 10.99 
(1H, brs). 

^>y> 2-( (5- (4-^ y V )l\Z 1 U V J ) -2, 2- V 7 x - Jl^ >?-) V) 7 5 y ) - 

is i-t+vifMW-h ttsifi 




H O 



l H-NMR(CDCIj) 6 : 1.44 (2H, s), 1,71-1.83 (3H, m), 2.15-2.28 (2H, m), 
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2.35-2.64 (6H, m), 2.83-2.84 (2H, m), 3. 69-3.72 (2H, i), 3.89-3.98 (4H, 
m), 5.06 (2H, $). 5.90 (1H, s), 6.90 (!H, s), 7.09-7.63 (21H, m), 11.10 
(1H, brs). 
HSSW6 

5 K>iS)\> 2-((5-(4-(3-7MD^>yJWH^'Jyy)-2,2-y7x^K>f 




H o 



d ti# b tutit&mtfi tmmz lt-&j& l 

10 'H-NMR(CDC1 S ) 6 : 1.42 (2H, s), 1.63-1.80 (4H, in), 2.15-2.27 (2H, m), 
2. 38-2. 62 (6H, m), 2.81 (2H, s), 3. 69-3.72 (2H, m), 3.91-3.96 (4H, m), 5.04 
(2H, s), 5.86 (1H, s), 6.78-6.93 (4H, m), 7.16-7.61 (17H, m), 11.10 (1H, 
brs). 

15 2-((5-(4-(2-7)l/^P^>> J ;Wtf<U^/)-2,2-v7x-;i/^>^ 




H 0 
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•H-NMR(CDC1 3 ) 5 : 1.41 (2H, s), 1.76-1.80 (4H, m), 2.14-2.27 (2H, m). 
2.36-2.66 (4H, m), 2.81 (2H, s), 3.66-3.70 (2H, m), 3.91-3.96 (4H, m), 5.04 
(2H, s), 5.89 (1H, s), 7. 00-7. 35 (23H, m), 11.07 (1H, brs). 

5 2-((5-(4-(4-7;W^D^>xJl/) tf^U^y)-2.2-v7x-;i/^>^ 

ju)75y)-2-^yx^*;i/A-^-h mmm. 



10 'H-NMR(CDClj) <5 : 1.42 (2H, s), 1.63-1.79 (4H, m), 2.13-2.25 (2H, m), 
2.33-2.59 (6H, m), 2.81 (2H, s), 3.68-3.90 (2H, m), 3.90-3.96 (4H, m), 5.04 
(2H, s), 5.87 (1H, s), 6.93-7.35 (19H, m), 11.10 (1H, brs). 

* > V)V 2- ( (5- (4- (2,4-y7UP^> *?M kf ^ U V J ) -2, 2- v 7 x 
15 >5 L Jl/)7^y)-2-^yx5 1 Jl/*Jl/A>L-h mgg& 



'H-NMR(CDClj) 5 : 1.42-1.44 (2H, m), 1.69-1.80 (4H, m), 2.16-2.29 (2H, m), 




H O 




H O 
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2.37-2.64 (6H, m), 2.84 (2H, s), 3.69-3. 72 (2H, m), 3.92-4.01 (4H, m), 5.06 
(2H, s), 5.89 (1H, s), 6.75-6.87 (4H, m). 7.05-7.37 (14H, m). 11.11 OH, 
brs). 



K>z?)V 2-((5-(4-(4-v7/^>v^)tf^ , J^/)-2,2-v7x-;^>^ 



7 d t# e> nrzit&mfr e> mmm 76 1 mm £ l,t^ l fc. 

10 'H-NMR(CDC1 3 ) 6 : 1.44 (2H, s), 1.66-1.79 (4H, m), 2.21-2.53 <6H, m), 
2. 67-2. 70 (2H, m), 2.84 (2H, s), 3.72-3.75 (2H, m), 3.92-3.98 (4H, m), 5.06 
(2H, s), 5.85 (1H, S), 6.86 (1H, s), 7.18-7.37 (17H, m). 7. 58-7. 63 (2H, 
m), 11.16 (1H, brs). 

15 2-((5-(4-7~U/ t!^'J >?y)-2, 2-^7x-M>f 75 



;»90 




H O 




H O 



##«»j7 d -e # ntz<t£ ®fr e. uss &\n t mm \z v t%i$. vtz 
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1ft A: I34-I361C 

■H-NMR(CDCI,) 6 : 1.40 (2H, s), 2.26-3.04 (10H, m), 3.53-3.94 (8H, m), 4.99 
(2H, s), 5.88 (1H, s), 6.63 (1H, s), 6.91 (1H, s), 7.15-7.44 (19H, m), 10.30 
(1H, brs), 10.87 (1H, brs). 

5 mmm 

^> vJU 2- ((2, 2-y7i-JH-(l,2, 3, 4-r h 7 1 H O-f 7* / »J >-2~f ;P 



10 #Sttt&*. 

'H-NMR(CDClj) 5 : 1.26-1.68 (4H, m), 2. 52-2. 65 (2H r m), 2.99 (3H, s), 3.36 
(2H, brs), 3.66 (1H, brs), 3.87-4.00 (4H, m), 4.67-4.76 (1H, m), 5.00 (2H, 
s), 5.90 (1H, s), 6.84 (1H, s), 7.13-7.37 (19H, m), 11.97 (1H, brs). 
«0J93 

15 ^>v;u 2-((5-(-r y-r>Ku>-2--r;w -2,2-^:7 izm^) 75 / )- 




H O 




H 0 
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»,£:121-1231C 

•H-NMR(CDC1 5 )6: 1.53-1.62 (IB. hi), 2.58-2.64 (2fi, m), 3.12-3.13 (2H, ■ 
3.92-4.01 (4H, in), 4.16-4.22 <2H, n). 5.00 (2H, s), 5.11-5.18 (2H, ad. 5. 
(1H, s), 6.77 OH, s), 7.17-7.35 (15H, m), 12.39 (1H, brs). 
5 H»94 



H O 

10 Mtttt*. 

•H-NMR(CDC1 3 ) a : 1.36 (1H, brs), 1.68 (2H, s), 2.16-2.20 (1H, ■>. 2.81- 
2.84 (4H, jn), 3.06-3.33 (5H, m), .3.75-4. 04 (3H, n). 4.21-4.28 (1H, m), 
4.98-5.08 (2H, m), 5.88 (1H, s). 6.81 (1H, s), 7. 20-7- 63 (20H, m), 11.52 
OH, brs). 
15 ^»95 

*>5W 2 -((5-(N-^>v^-N-^^JU7Sy)-2,2->*7xnj^>^l/)7S 

/)-2-^-^vx^;v*;w^^-h %K% 





H o 
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'H-NMR(CDC1,) a : 1.29-1.36 (1H, m), 1.59-1.70 (1H, m), 2.05-2.13 (1H, a), 
2.68-2.89 (6H, m), 3. 74-4.06 (4H, m), 4.21-4.27 (1H, m), 4.39-4.44 (1H, 
m), 5.04 (2H, s), 5.94 (1H, s), 6.88 (1H, s), 7.18-7.55 (20H, m), 11.55 
5 (1H, brs). 



* > v Jl/ 2- ( (2, l-'J 7 x (4- 7 x ZL)V\d 1 U v / ) 79- M 7 5 J ) -2- 



i o i o d m ztitzitsyifr % mrnmn t nu \z l l 

'H-NMR(CDC1 3 ) a : 1.61 (1H, s), 1.94-2.04 (2H, m), 2.61 (4H, s), 2.81-2.89 

(4H, n). 3.69 (2H, s), 3.93-4.05 (4H, m), 5.08 (2H, s), 6.12 (1H, s), 6.43 
<1H,. s), 7.13-7.35 (20H, m), 11.87 (1H, brs). 

15 mmww 

N- (2- ( (2, 2- V 7 x -;i/-5- (4-7xZ;Pt!^iJy/)^ >^;P) 75/)-2-^"+ 

yx^;u)^>y*^^-7x>-2-*;i/^ii-5 p 



MI96 




H O 




0 



WO (11/21169 



194 



PCT/JPOO/06376 



110-1 13*0. 

|l-(J-((2,2-^7i^H-(*-7x-;n;^U5?/)^>^W75y)-i-** 

5 yi^JW-f > h-;p-4-*;v#*i>-5 H 



nmmm iMx^w-^x^x-xJk 

IMjA : 215-218 < C. 

10 

N- (2- ((2, 2-y7x X (4- 7 xX JU fc^ >J V J ) ^ >^JW 75/) -2-** 





H 



15 5 : ffill^" ^X3MI/X~r;k 

I56-160X. 
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N-(2-((2.2-v7x-^-5-(4-7x-Jl/tf^U i>7)^>3MU)75 7)-2-tf* 



5 HBS«aj43t|S11t(cLT^Lfco 

M^i^fil : »Sx^-S?x5^x-5\>k 
BIA: 149-1 52C. 

N- (2- ( (2, 2-5? 7 x x;U-5- (4- 7 x =L )VM ^ 'J S? 7 ) ^ 75 7) -1-** 

10 yx^;i/H > h-;i^7-*;w#**s p 



nm&mm : a«x^- ^x^jux-xju 

US : 166 — 1681C. 
15 «#|102 

t e r t-7^;P 2- ( (2, 2- b* 7 (4-^ P P 7 x - ;U) -5- (4- 7 x k! K U v 7 ) * 
>^;U) 75 7) -2-*+ 7 X^rt JUA7 - h 




o 




H 
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Ct 



CI 




HN. 



'Y 0 



'H-NMR(CDClj) 6 : 1.21-1.28 (2H, m), 1.40 (9H, s), 1.68-2.02 (8H, n). 
5 2.24-2.31 (2H, m), 2.37-2.53 (1H, m>, 2.86-2.91 (2H, n), 3.63 (2H, d, 
J=5.9Hz), 3.93 (2H, d, J=5.9Hz), 5.25 (1H, t, 1=5. 5Hz), 5.89 (1H, br), 
7.08-7. 29 (13H, m). 

■ 3-i7DD^>y^ 2-({2,2-t'X(4^nD7x-JW-5-(4-7xZJH^^U^ 



mum 1 02T# <o ntzit&wfr ^ww* 7 tnwz lts$ l tz. 

'H-NMR(CDC1 3 ) 6 : 1.22-1.29 (2H, n), 1. 71-2.03 (8H, a), 2.29 (2H, L. 
J=7.0Hz), 2.37-2.53 (1H. in) , 2. 89-2. 94 (2H. m), 3.71 (2H, d, J=5.9Hz), 



ci 



CI 
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3.93 (2H. d, J=6.0Hz), 5.03 (2H, s), 5.56 (1H, br), 5.67 (1H, br), 7.05-7.33 
(17H, m). 

N- (2- ((2,2- k*7. (4- 9 O'D 7 x -5- (4-7 x-jHf 1 U 5V ) * >^;W 7 



CI 




«^102T#^nfc^^^e»*J6W3i:^^t3bT-&^Lfc. 

. ' BtjiSl : 143-145'C. 
10 £&0!|1O5 

N- (2- ((2,2- t:X (HDO 7x-JW -5- (4-7 x ~ )V V V J ) * >?M 7 



ci 
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159-161*C. 

N _ ( 2 _ ( ( 2 , 2-tX(HDD7x - )V) -5- (4-7 x X fc° ^ U / ) * 7 



ci 




107-lHTC. 



N- (2- ( (2, 2- e X (4-# O P 7 x x;i>) -5- (4-7 x fcf^ >J / ) ^ >^> 7 



ci 
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8t£: 133- 1 35*C. 

N- (2- ( (2, 2-f7(HD07i -5- (4- 7x— JHf^'J yV)^ JU) 7 



C! 




1Bj& : 124—127*0. 
HJS^J109 

10 N- (2- ( (2, 2- EX (4- £ P P y x -5- (4- 7 x -JHf < U V J ) ^ >3\J W 7 
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200 



CI 



CI 




HN 



HN 




OH 



JAA: 1 54- 157*0. 

■ N- (2- ( (2, 2- tlX (4-£ O D 7 x W -5- (4-7 x U vV)^ 7 

5y)-2-^^7X^)-2-7xy^i>7'feh7^ H 



*ss^io2T#e.n^k-&^^e»^H6^J43t^{cbT^ufc. 

143-145*0. 
Sifi^lll 

sOis)V 2-((5-(4-7x^y^'JyV)-2,2-y7x^M>fJV)7>y 



CI 




o 
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'H-NMR (CDClj) <5 : 1.24 (1H, m), 1.45 <2H, brs), 1.78 (4H. s), 2.07-2.25 (2H, 
5 m), 2.53-2.91 (7H, m), 3. 56-3.59 (1H, m), 3.82-3.97 (4H, m). 4.59-4.61 (1H, 
b), 5.03 (2H, s), 5.83-5.89 (1H, m), 6.83-7.01 (4H, m), 7.17-7.34 (16H, 
m). 

nrnmn 

1 > *s)\> 2-((2,2-y7x (4- tf * 'J v / tf ^ V V / ) ^ >^)l) 7 5/ 

io )-2-^+vx^;i/*;un/-h 



WOfll/21169 
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'H-NMR (CDCI3) 6 : 1.28-1.48 (2H, n), 1.81-1.87 (4H, in). 2.04-2.41 (10H, n). 
2.62-2.94 (5H, m), 3.11-3.18 (2H, m), 3.40-3.49 (2H, m), 3. 77-3.96 (6H, 
m), 5.04 (2H, m), 5.78 (1H, s), 6.80 (lH,.s), 7.18-7.34 (15H, m). 

^ > v )V 2- ( (5- (4- (2-7MD7 x-JW -1 , 2, 5, 6-x h 7 t H P tf 'J 5? >-l - 
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'H-NMR (CDC I,) 6 : 1.63 (4H, s). 2.53-2.81 (4H, m), 3. 06-3. 23 (4H. m), 
3.82-3.98 (4H, m), 4.23-4. 29 (1H, m), 5.06 (2H, s), 5.89 (2H, s), 6.84-7.71 
5 (19H, n). 
H860J114 

ter JV 2- ( (5- (4- (2- 7^tD7i XJU) ^y^y)-2,2-S?7z-M 



10 tert-^;P 2-((5-kKD^y-2,2-y7x^M>^)75;)-2-t+7 

'H-NMR (CDClj) 6 : 1.39 <9H, s), 1.66-1.76 (5H, m), 1. 90-2. 30 (7H, m), 
2.68-2.89 (3H, m), 3.63-3.67 (2H, m), 3.97-4.01 (2H, m), 4.92 (IH, s), 5.59. 
15 (IH, s), 7.06-7.42 (14H, m). 
HM#yil5 

N- (2- ( (5- (4- (2-y)V* a 7i-iW fcM >J >V ) -2, 2-'>*7x-JK>f;W 7 




HN 
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'H-NMR (CDC 1 3 ) 6 : 1.45-1.49 (2H, m), 1.65 (5H, s), 2.05-2.10 (1H, m), 
5 2.57-2.96 (6H, m), 3.91-4.02 (4H, m), 4.16-4.19 (2H, m), 4.00-4.02 (1H, 
m), 5.91 (1H, s), 6.95-7.46 (17H, m), 7. 60-7.62 (1H, n), 9.04 (1H, s), 
7.79-7.82 (1H, m), 9.04 (1H, s). 

N-(2-((5-(4-(2-7^P7xri;Wlf^UvV)-2,2-v7xri;^>^)T 




%mm 1 1 4T ft ntcit&wfr e> §&&£W3 1 mmz l tgj$. l tc. 

'H-NMR (CDC1 3 ) <5 : 1.25-1.81 (5H, m), 2.03-2.07 (1H, m), 2.34-3.33 (7H, m), 
3.90-4.00 (7H, m), 4.16-4.19 (2H, m), 5.89 (1H, s), 6.91-7.47 (17H, m), 
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7.58-7.66 (1H, m), 7.77-7.82 (1H, m). 

mmmm 

5-^7 O D-N-(2-((5- (4- (2-7 D7i ~)V) If^'JyVH, 2-v7 x 



5 




'H-NMR (CDClj)a : 1.27-1.83 (7H, m), 2.06-2.10 (1H, m), 2.39-3.17 (7H, m), 
3.73-4.19 (7H, m), 5.86 OH, s), 6.94-7. 78 (19H, m). 
10 3ISSW18 

5- 9 D n - N - (2- ( (5- (4- (2- 7 U 7 x ~ )l) tT 1 U v J ) -2 , 2- 9 7 x 




15 
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'H-NMR (CDCI3) a : 1.33-1.61 (7H, m), 2.07-2.10 (1H, m), 2.38-3.15 (6H, m), 
3.83-4.15 (5H, m), 5.81 (1H, m), 6.91-7.73 (I9H, m), 9.12 (1H, s). 

ter i-7?)V 2- ( (2, 2- 1? X (4-? P D 7i^W -5- (4- (2-7 □ 7 x ~)V) M 
5 ^'Jy ;)^>^W75 /)-2-^VX^*;WX^- h 



'H-NMR (CDC1,) 6 : 1. 26-1. 39 (11H, n), 1.85-2.56 (10H, ■), 2.91-3.30 (3H, 
10 ID), 3.73-3.94 (4H, ■). 5.82 OH, $), 6.97-7.43 (13H, m) . 

N-(2-((2,M:X(HDD7i^)-5-(4-(2-7MP7i^Wt^'Jy; 
) ^ > 75 7) -2-** 7 13-)V) -$-J)V'£U'i y H -;u-2-# 




HN 



1^0 
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CI 




'H-NMR (CDCI 3 )(5 : 1.14-1.84 (6H, m), 1.96-3.19 (8H, m), 3.65-4.15 (5H, in), 
5 5.81 (1H, s), 6. 90-7.65 (17H, m), 9.17 (1H, s). 

mmmm 

N- (2- ( (2, 2- 1: 7s (4-? P P 7 x ~)l>) -5- (4- (2-7;p:t P7x— ;U) fcf^'Jv/ 

) ^ >^;P) 7 5/) -2-* * v -5- ^ h * w > H -;u-2-# $ 



CI 



10 




'H-NMR (CDC1,)<5 : 1. 23-1.93 (6H, m), 2.07-3.14 (8H, m), 3.63-4.23 (8H, m). 
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5.84 (1H, s), 6. 89-7. 72 (17H, m), 9.04 (IH, s). 

N-(2-(a2-fX(4^nD7x^)-5-(4-(2-7J^P7x^)e^^; 



'H-NMR (CDC1 3 ) 6 : 1.32-1. 93 (6H, m), 2.04-3.10 (8H, m), 3.63-4.23 (8H, m), 
5.84 OH, s), 6.89-7.72 (17H, m), 9.04 (1H, s). 

tert-y^l/ 2-((2,2-t*X(4-7J^07xr.JU)-5-(4-7xr:jHf^U^y) 
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F 




'H-NMR (CDC 1 3 ) 6 : 1.19-1.34 (2H, 1), 1.40 (9H, s), 1.66-1.80 (4H, m), 

5 1. 89-2.05 (4H, m), 2. 25-2.30 (2H, m), 2. 39-2. 50 (1H, m), 2.86-2.90 (2H, 
m), 3.66 (2H, d, J =6.0Hz), 3.94 (2H, d, J =6.0Hz). 4.91 (IH, s), 5.67-5.71 
(1H, s), 6.97-7.02 (3H, m), 7.12-7.31 (10H, m). 
^#1124 

N- (2- < (2, 2- t* 7s (4- 7 )V* P 7 x ~)V) -5- (4- 7 x ~)V 'J v J ) ^ >^)V) 

10 75 y)-2-t+yi^)'f > H-;p-2-*;p^^u-5 H 



F 
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'H-NMR (CDC1 3 )5 : 1. 24-1.27 (2H, m), 1.77-2.09 (8H, m), 2. 29-2.48 (3H. tn), 
2.93-2.96 (2H, in), 3.96-4.02 (4H, m), 5. 85-5.88 (1H, n), 6.82-6.91 (4H, 
m), 6.96 (1H, s), 7.07-7.35 (12H, m), 7.45 (1H. d. J=8.1Hz), 7.68 (1H, d, 
5 J=8.0Hz), 9.40 (1H, s). 
*8S#|125 

N-(2-((2,2-ifx(4-7;^P7x^;w-5-(4-7x^;nf<u^y)^>^;v) 



i o nnw \ 23t# h wtvcsmfr •=> »^J43 1 mmz bt^tL 

•H-NMR (CDC 1 3 ) 6 : 1.25-1.33 (2H, n), 1.81-2.07 (8H, m), 2.19-2.46 (3H, m), 
2.98-3.01 (2H, m), 3.96-4.02 (4H, m). 6.83-6.91 (5H, m), 7.03-7.31 (11H, 
m), 7.38 (1H, d, J=8.8Hz), 7.65 (1H, s), 9.44 (1H, s). 

15 mmmm 

tert-7*^ 2-((2,2-eX(4-7MD7irjW-5-(4-(2-^ h^v7xnjU). 
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F 




'H-NMR (CDC1 3 )6 : 1.35 (9H, s), 1.45-1.47 (2H, m), 2.00-2.04 (2H, m), 
2. 39-3. 23 <1H, m), 3.82-3.92 (7H, m). 5.77-5.81 (1H, m). 6.84-7.06 (6H, 
i), 7.19-7.27 (6H, m). 

N-(2-((2,2-tfX(4->';^P7x^;U)-5-(4-(2-^ h*is7n~)V) tf^'J 



F 




WO 01/21169 



212 



PCT/JP00/06376 



'H-NMR (CDClj) 6 : 1.23-1.28 (2H, m), 1.76-2.36 (10H, in), 2.89-2. 99 (3H, m), 
3.79 (3H, s), 3.96-4.02 (4H, m), 5. 89-5.92 (1H, m), 6.81-7.35 (16H, m), 
7.45 (1H, d, J=8.3Hz). 7.68 (1H, d, J=8.0Hz), 9.46 (1H, s). 

5 N- (2- ( (2, 2- hf* (4-7)1* D7i -JU) -5- (4- (2-* h * «> 7 x =.)]/) tf ^ U v 

y)^>f;W7S/)-2-t+vifJW-5-^ do^> k-jI/-2-#;w#*i*-s 



F 




10 #H»* e 

'H-NMR (CDC1 3 ) 6 : 1. 26-1. 30 (2H, m), 1. 78-1. 87 (3H, m), 2.02-2.14 (5H, n). 
2.35-2.71 (3H, m), 2.88-3.03 (3H, m), 3.81 (3H, s), 3.98-4.03 (3H, m), 
5.92-5.96 (1H, m), 6.83-6.95 (7H, m), 7.06-7.21 (6H, 1), 7.38 (2H, d, J 
=8.8Hz), 7.52 (1H, s), 7.63-7.66 <1H, s), 9.77 (1H, s). 
15 £££01129 

ler t-77)l 2- ((2, 2- tf* (\-7)\s* P 7i-JW-5-(4- (2-7MD7x'JW 
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F 




'H-NMR (CDCIj) 6 : 1- 19-1. 31 (2H, m), 1.40 (9H, s), 1.61-1.80 (4H, m), 
5 1.89-2.05 (4H, m), 2. 25-2. 30 (2H, m), 2.40-2.50 (1H, m), 2. 86-2.90 (2H, 
m), 3.66 (2H, d, J=6.0Hz). 3.94 (2H, d, J=6.0Hz), 4.93 (1H, s), 5.68-5.71 
(1H, s), 6.96-7.03 (4H, m), 7.11-7.31 (9H, m). 

N-(2-((2, 2-fX(4-7;W^D7xz:;W-5-(4-(2-7>lU*D7x-;W) fc^U v 



F 
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'H-NMR (CDC 1 3) 6 : 1.23-1.28 (2H, m), 1.70-2.37 (10H, m), 2.79-2. 86 (1H, m), 
2.98-3.01 (2H, m), 3.93-4.02 (4H, m), 5. 88-5. 92 (1H, m), 6.77-6.86 (4H, 
m), 6.95-7.47 (14H, m), 7.68 (1H, d, J=8.0Hz), 9.49 (1H, s). 
5 «W31 

N-(2-((2,2-t*X(4-7;^P7xri;W-5-(4-(2-7>IU^D7.x-jl/)^»Jv 



1 0 ^Mfli 1 29T# nfc^k^^ mi&Mtt t mmz lt&& l tz . 

•H-NMR (CDCI3) 6 : 1.23-1.33 (2H, m), 1.67-2.37 (10H, m), 2.80-2.87 (1H, m), 
3.02-3.05 (2H, m), 3.93-4.02 (4H, m), 5.84-5. 88 (1H, m), 6.73-6.94 (4H, m), 
6.97-7.47 (12H, m), 7.64 (1H, s), 9.69 (1H, s). 

N-(2-((2,2-h*X(4-^^7x^)-5-(4-7x-;H:^'Ji;;)^>^)7 
N-(2-((2.2-fX(4-^jl/7xr;V)-5-(4-7x^^'Jy;)^>^)7 
20 N-(2-((2,2-t*7.(4-^^;U7x-;l,)-5-(4-(2-^h^v7x^)e^'J'>V 



F 
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N - (2- ( (2, 2- 1: 7 (4-* f^7i-iP) -5- (4- (2- * b * 1/ 7 x - )V) \L * U v 7 

) * >^;u) r $ j ) y x^;w -5-7 □ o ^ > k-jp-2-* ju**-* $ k „ 

N - (2- ( (2 , 2- M X (4-* 7 x ~ JP) -5- (4- (2- 7M0 7iZJW^'JyV 

)*<>3\>W75 y)-2-**yx^-;w-f > K-ju-2-;fc;i/#*ij-$ H. 

5 N- (2- ( (2, 2- t* 7 (4-* ^;P7 x -JIO -5- (4- (2- □ 7 x ~ )V) tf^ >J x 7 

)^>^;u)75 y)-2-^yx^;i/)-5-7DD-r > K-;u-2-*;^^u-5 K. 

fiSWQI 1 A 

(D##0iJIIA-4 5<Dffc-&$& 10. Og 

(2)SLS 6 0. Og 

10 (3)D->X^-5 1 3 5. Og 

(4) Vy^> 3. Og 

(5) Xt-7'J>^^->^A 2. Og 

##0<JIIA-4 5T#bnfdb^l 0. 0g<hHJS6 0. Og£«fctfn-> 
Og<Z)^&$&£l 0m»%1f^>*^3 0ml (-fe?^><hL 
15 T3. Og) lmm*y^o.©^£®LT^&{fcLfc&, 4 0tTKiL 

ntfffimVfc. ^btlfc^Jfe^Xx7>J>iEx'^->^A2. Og<h£l<£U BE 

lyp^TifeaiLTi o o om<Dn-h&*mtco 

20 I&WJ2A 

(1) ##^JHA-4 5<DitGV5 10. Og 

(2) a» 7 0. Og 

(3) n->7^-^ 5 0. Og. 

(4) pJ^x>7 p > 7. Og 
25 (5)7f7U>i7^-/-7A 3. Og 

£%MUA- 4 5T-mt>tltz<t&®)l 0. 0giXT'7 , U>»T^*>'£A3 
. 0g£pm£x>7°><D7j<i$il£7 Oml (pJ^ttx>7°>^LT7. Og) 

ftjKU ?L«I7 0. 0g^J:^n->X^-5 1 5 0. OgtM^L 

tz. me>®&i£&isT i o o o&<r>m\*nit. 
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10 



15 



20 



25 



smm i b 

( 1 ) ###J 4 B - 2 (DifrBt®) 1 0 • 0 8 

(2) ¥L$r 60. Og 

(3) 35 - °S 

(4) "tf^> 3 - 0g 

(5) XfT'J^nm 2. Og 
##fl4B-2Tfc5nfcft£4&l 0. 0gfcft*6 0. 0g*itf3-> 

OgOl^l 0 3 0ml <if?^> 
£LT3. Og) £J8V>, lmm*y^a0»&»UT£tSMtUfc&» 4 0*C 

(1) ##«4B-2©ft^fc 10 - °g 

(2) ft* 7 0. Og 

(3) 3->X^-5 : - 5 0. Og 

(4) pj«x>y> 7 - 0g 

(5) ^rT'J^^y^A 2. Og 
##«4B-2r»etlfcflS#«l 0. 0gWf7U>l7^m3 
0gWttr>y>©«7 0ml (pJ$M£t >7><h UT 7 . 0 g) 

TiHftflSbfc*. ft*UJU*7 0. OgM^>X^-f5 0. Ogt 

i^Jtfi 1 c 

( 1 ) ###J 5 C - 3 1 0 - 0 g 

(2) ft* 60. 0g 

(3) 3 5. Og 

(4) i£7^> 3. 0 g 

(5) xfru>iT^^i 2. og 
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###J5C-3T#£tt/cfl:£m 0. Og £11*16 0. 0 g&£X*U-> 
0 g<Z)S£#l£l 0Sfi%-^^^>7K^3 Om 1 (H^^> 
<hLT3. Og) £/flK lmm^^5>oL(0|$^iiLT^^ktfc^ 4 0"C 
T'&mismZfffiM bfc. l#bftfc^5A£X^7' U >$T7^*->9A 2 . Ogt 

M0S 2 C 

( 1 ) ##0>J 5 C - 3 ©fb£$J 10. 0 g 

io (2) %m " 7 0. Og 

(3) 3->X^-^ 50. Og 

(4) pm&-r>y> 7. Og 

(5) Xr7U>^^^A 2. Og 
###j5C-3T#£tt£<fc-&#ll 0. OgtXr7'J>l7^y^A3 

15 . 0 g£pJ^I4x>:/>©7kM7 Oml (pJj§tt^>y>tLT7. 0 g) 
TWtt-fcl/fcft* E«U ?Uf7 0. 0 g*5j;^n->X^-^5 0. Ogt 

K8J0iJ 1 D 

(1) *tt«l©^« 1 0. Og 

20 (2) 60. Og 

(3) □ 3 5. Og 

(4) 3. Og 

(5) 7f7'J>lTif*^A 2. Og 
*JS«lT»6nfc<bft»l 0. 0g£?US6 0. Og*5cfc^3->X^- 

25 f35. Og©ig^*&l 0agX-i?^>**St3 0ml U£5?>£LT 
3. Og) fcJBV*. lmm^y3/a.©»*jiUT«lllltflSl/fc*, 4 0*CT$£j!ft 
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10 



mm 2 d 

( 1 ) mmm 1 <Dit^ 1 0 • 0 g 

(2) a* 70 - 0g 

(3) 3 50. Og 

(4) pjjgttx>y> 7. Og 

(5) XfT'J^n^A 2. Og 

^lttf>^*^7 0ml (Dfigttx>7>£UT7. Og) « 
fc 0 U&V>>&&&^-C1 0 0 0^^J^#fc. 

###J IE 7 V h$E&*cDNA£ffl^fcPCR£C£5^ V hSLC-1 g^&cDNA 



^7hPft*Poly (A) + RNA (?D->r^tt) ZmWLtL. y>y&7? 
15 ^V-^^TMfe^^^ff^ofco Wfr^frfo^ ^^J^RNAPCR ver. 2 

/iK ^DNA^7-T-7-#0.4/iM, 0.25 mM dNTPs. pfu (Xh7^y- 
25 -ft) £ffl<^ 94"C • 60^tf»©m. 94^ • 60fJ\ 60"C - 30#, 72^ • 150 

###J2E PCRj&fcO^XS Y«>>? D-Zl>^*<fcCflf X 
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ifttB. 7x;-Jh^DDmm X3V-;i/ttf££fT&oTDNA£0JfcL 
5 fco PCR-Script n AmpSK(+) £o-X>^*y h Uh5*v->#) ©ffl^t 
'iEV>, 0iKLfcDNA£7°7X5 K^*-pCR-Script Amp SKO'V*^ 
>^Lfe. CMlyiUtJ 3>J (Escherichia col i) XL-1 Blue Uh7 

10 «Mbfc:3$»tt£JflV>T#JiU ^K^SI^E. coli XL-1 Blue/5 v hSLC- 
1 ® * © ? P - 7 > tf i/ U > £^frLBigifeT-i!ftig^ b , Q I A pr ep8 

mini prep (*7y>&) £ffll>T7°7X5 KDNA£lBg!L*:. HSfbfcDNAW- 
gB£flH>Tf|i<iPg§N?iSal I&cfctfSpe Ifc<kSflJ»r£fTftt^ j$A£nW<5g 
§&cDNA^frCD*£££%IgL£:„ &Xlg^]©&£<Dfc#)£>£&ktDyeDeoxy 

15 Terminator Cycle Sequence Kit 3r >x;i/"7—$t) Srffl^Tfr&V^ fiBt 

(D&mm^ZtlT^&^y hSLC-\9>rt$m (Efll##: 3) fcP-h'TS 
cDNASB^I (Lakaye, B. et al. Biochim. Biophys. Acta, Vol. 1401, pp. 216-220 
(1998), accession No. AF08650) (DbWZSal Isg^BS^ttJDU 3'fi!l^Spe I 

20 mmum*tttoLtcm&?Mmt-'%t-r2>z£&m&Ltz (mmmn-. 4) . 

###J 3 E 77 hSLC-lfgSCH0Sfflfl§©f£Sa 

5'flJKSal Ig§iffiaiJ&*#lDU *fc3'«CSpe IBS»BB9U*#llDLfc 

25 OPlasmid Midi Kit (*7y>lt) Srffl^T^T. = K£H«U *»JPS»^Sal 
IfccfctfSpe I7H2J#rLT< >U— hSB#£^DffiLfc. -f >U— hDNA««^«c 

7#p-xy;^^sv'JT^9aju &«c«i>Wk 7xy-;u»m 
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KpAKKO-lllH (Hinuma, S. et al. Biochim. Biophys. Acta. Vol. 1219, pp. 
251-259 (1994)E«©pAKK01.1IHt^-©^^*-^7^aH) l-Jtl^ T4^ 

pAKKO- SLC-l£$^bfc. 
5 pAKKO-SLC-lT^^bfcE. coli DH5 (h-3-#-) Plasmid 
Midi Kit (*7^r>tt) Sffl^TpAKKO- SLC-IO^^XS HDNASrWRbfc- - 
tl^CellPhect Transfection Kit (y7ytA7 7^x7/Htf^tt) £ 
fflVi^#©^0 hn;H;^^TCHO dhfrW{;^Abfc. 10 p. gCQDNAS: U > 
|fe*;P->^At©*tt«»*tb.24«f(aKifc5x 10 5 £fc«l x 1OMB0CHO dhfr 

5pfrtEMo**T?*«Ufc. ara«l1'-eii5ibT< *SLC-158SCB0«**C*« 
###| 4 E y hSLC-1 l/fc:/*-«eJWfflA©»M®Jtt*aH>/ SLC- 

15 

#^J3 E-e$££nfcCHO/ SLC-U*56^D->©£^y hSLC-lk-fey 
^-aa«BRNA©56M*Cytostar T Plate (77i/tA7 7J^->7/H* 
X^tt) ^#©^Dh3;i/tCfcTOT©«t5^S!l^^fe. CHO/SLC-I 

#c<7>&£D — >£Cytostar T Plate©&welll;:2. 5 x 10 4 fiT^OTbT24^ 
20 10%*;W^U>{C<koTifflia=£@3£Lfc. &well0.25% Triton 

riboprobe^JnATA-f 7>J ^-f XSiirfc. 20 mg/ml©RNaseA£#wel UZtWXX 
»*©riboprobe£ififcU h££<ft#Lfcf^ /W^J^Xlfe 

riboprobe©!ft»ffitt*Topcounter-C»^l/fc. tt8tStt©i9^tttfnRNA58^M 
25 *JflS V>. nRNAffiSa©S^3^ D-^©**^ D->#*t44££J;:fflV> 

5 E t hSLC-1 cDNA£^tf:/7X5 K©*fc 
thfl&TO**cDNA library ( SUPERSCRIPT*" cDNA Library;GlBCOBRLtt) £\ 
Genetrapper cDNA positive selection system (G I BCOBRL tt) 0'?~z-T)V\Z.$E 
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ol % 7 Fl X>F7^U7— fe'Srffl^T, DNAK:nick£A*lfc&. X 

l&ieiK**cDNA library £iS83bfc. 
Kolakowski Jr. b (Kolakowski Jr., et al (1996) FEBS Lett. Vol. 398. pp. 
5 253-258) 0n&zm~3^XftmL1t&mm^ : 6 ©£lfct-U =f5l £ K ( 
accession No. U71O9201434-1451 Kffi^) <DZ' *«(Cbiot in-14-dCTP^r 
Terminal Deoxynucleotidyl Transferase£/BV>Tfl1lDL» biotinfc^U ziy. % 

l#$k hlteieM*cDNA library 4#g£95 < CTl#£i&L£:^ 3*<±Tll?& 
10 U biotin^'J^*? Utf-MQ ng£Jn*_, 37t:*eiNfK, MM^'J^ 

-r -if- a > a 777 -t/w 7 u ^ xu fc. 7, h i/ 7" h 7 e ->* > 

J)D;L, MAGNA-SEP Magnetic Particle Separator (GIBCOBRLft) £ffll^T» biotin 
fk^-U £ U-*? F£/W 7»J y-T Xbfcl*«k Ffl&!€M&cDNA£#St 
Kolakowski Jr. £>©$g& (Kolakowski Jr., et al (1996) FEBS Lett. Vol. 
15 398, pp. 253-258) Kg^TfeSSLfcSB^JM : 7 ©£j&*'J rf*7 ? L-^ 
F (accession No. U71092tf)10ll-1028K*B^) 50ng£77-f 
7JU£ftoTffi*tglS:Sj&U 2*«7 , 7X5 FfcLfc. 

6 E *8iLfcfc FSLC-1 cDNA£^tf7^7.5 F©i£SI5?)J©&£ 
##0115 ET#Stl^: 7^X5 KS:ELECTROMAX n, DH10B™CellslCXl/^ hD# 
20 1/-; x 3 >&T'^ALT^M&&bfcf£, cDNAj$AB>rtf-£J#C>*P->£7> 
tfvU ^m-gal^trLBag^tts^lrjl^b, Sfe^Mt"^^ 
MSU£^l:1§#TO:^T#8itU MM&®m. coli. DH10B/bSLC-l£#ifc 
. ®*©^0->£7>t?XJ>£^mBJgJre-B$Ug#U QIA prep8 mini 
prep &7y>#)*m^T77*5. FDNAfcttSLfc. ifiSE^Jft^Ofc*® 
25 Jfcjftfi, DyeDeoxy Terminator Cycle Sequence Kit (/I— + >x;|/7— tfc) £ 

# : 8 fc*TE9yaq& e. nfco c n \zm e. *ifctt*s - f-t* 7 5 y hi 

ffi^J : 9) its Lakaye£©$8£ (Lakaye, B. etal. (1998) Biochem. 

Biophys. Acta, vol. 1401, pp. 216-220) iZ&^T, k FSLC-1 ©IB^jSr^tf 
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k h^-fe&DNAE^J (accession number :Z86090) £<bt\Z.LT7 y hSLC-lA^ 

m&z fttz&m t. h xm%. znxwztb slc-i 75/ mmm t imu o 

0. «tj£E3»J©$&fc69R^647S/K±fll£K:W*63 K>*e**ATG#nRNA±T 

5 ^feglfrEscherichia coli DH10B/phSLClL8£ I FO£<fctfN I BHfcWttb 

###J 7 E t Mftje»**cDHA*fflt>fcPCRj*IC«k*k hSLC-lcDNA©iti|>g 

F£»g£U E^>J#^: 10*^1 KO^lSDNA^-f^-tEW* 
10 # : 1 2&cfctf 1 3©-&fiJtDNA'/9<V-SrfflViTPCRStC e fc5Ji'|g€:-en^n 
fxfc^fc. ffl*©*t«DNA£fcr-SLC-l(S)i:, &#©ig<iDN A£k hSLC- 

i a) tAftbfc. ^(acDNA^7'f T-tts«fr«ec»wsn5««©aew 

2>^EW#D0$n, £fc3'ttfc«lfil*3&Spe I©BiiTS««E^f«IP$ 

is ns<fc5fc, 5'«*«ttf3 , fflt*n^n©*ii8»*©B»E9!i*fWnbfc. 

SLCH(S)*«©JR«*©»SHU thSLC-lDNAEWSW^XS H«ffi5 
U | ( -&j&DNA77-f?-&0.4jiM, 0.2mMdNTPs, pfuDNA^U £0.5 n\ 

20 £&©&, 94*C • 60fK 57t: ♦ 60#\ 72*C • 150fJ>©lM 0 JPS: 250^0 3BU * 
WC721C- tO#«»Lfc. t hSLC-1 a)»«©R**©ttJ«tt» t hSLC-I 
DNAiWIfr&tr^XS HC@I5 W 1. ^DNAy^K^-SO.^M, 0.2 mM 
dNTPs, pfnWAtfU*?— £0.5 w lfciOWSfcttR©/^ 7 7~T\ 
»£50 jtlfcUfc. «te©fc»©lK ^Jl/ttlt- TJHM??- (A-*>X 

25 fcffl^ 94<C • 60#©jJD&©&, 94*C • 60#, 60t; • 60#, 721C • 

3#©lM*;i/&25BI*DiSU ft^CTt: • 10#&i&Lfc. m£tt©m 

##0iJ8E PCRjg^©:/5X5 Fit? ?-^<DD-72 U-=L>#&£ZffiA 
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mm. 7x;-jP-^nojhMil| ) x^y-;ua:fS$:fT^cTDNA^iHiiRU 

5 fco PCR-Script™ Amp SK( 4 )*P-X>^*y h UF7^y->tt) Offl^C 
[sIJKLfcDNA£ 7*^X5 F^*-pCR-Script Amp SKO^iJ-^O-- 
>^Lfc 0 ^l->xUk7 3'J (Escherichia col i) DH5 a competent cell 
(h-3-**-) IC^ALT^S^L^, cDNAjf A8rtf-£&:^P->£ 
7 > e v 'J <fc Z>*X-ga 1 £^£fLB^igifc * Tgft U S & SrM-f S £ D - > 

to ©*£^gLfc^£*§#£fflVvr#$IU khSLC-1 (S)cO^Sfe^E. coli 
DH5 a/hSLC-1 (S) <*: k hSLC-1 (L) <£^f|$te&4*:E. col i DH5 a/hSLC-1 (L) ZftTz 
. M*(D?P->£7>kvU>£^mBigm?-lftfg«U QIA prep8 mini 
prep (*7y>*t) ^ffl^T^^S KDNA*miLfc. §8i!!LfcDNA©-gB£ 
ffl^T»JIB»*Sal I*5«ttXSpe Ifc±S«Jtf£fT&K J?A2nT^5g£# 

15 cD«tf©*£££«£fgL£o ^SSBJlJ«>^©fcJ?)©jR|&«DyeDeoxy 

Terminator Cycle Sequence Kit (/I— *>x;PV— tfc) Srffl^TrT&V^ M 

n-S^DNAE^iJ (gE*)J#^: 14) ^.fctfk h SIC- VM^^mmt bTSS 
20 *IJ&^: 1 3(D^-fi£DNA7°^'T"7-"eiii|S$n^^DNAE^J (BH 

15) K^n^n-H^Lfc. 
###1 9 E k hSLC-1 (smSECHOiM&cktf t hSLC-1 (L) ^^CH0«©f^S! 

8 ET-temmMHtltz k hSLC-1 (S) k hSLC-1 (L)#gA£*ifc 
7"?7>5 KKckoTJfmis&SnfcE. coli<D^P-><kOPlasmid Midi Kit 
25 (*7y>&) SfflweT^x* m^sHSal I^ckr/Spe IT*9J 

PP^;i/A»tB, X* y-;Mfc**fffcoTlslttLfc. dtfK NDNAfcSal 
l:fc«fctfSpe IT^glfL/cij^W^ffl^^^-^T.S HpAKKO-lllH ( 
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Hinuma, S. et al. Biochim. Biophys. Acta, Vol. 1219, pp. 251-259 (1994) 
fBm<DpAKK01.11H£l^-©^*-^X5 F> W4>f-* iSM 

ii) zm^y-fy-^Byzftte^ m&mm??*^ hpakko-iislc-i (s> 

ipAKKO-hSLC-1 (L) Sr^lx/Co 

5 P AKK0-hSLC-l(S)*5J:tXpAKK0-hSLC-l(L)T^K^bfcE. col i DH5a (h~ 
3-#-) PlasnidMidi Kit &7?>tt) £ffll^TpAKKO-hSLC-l (S) 

ipAKKO-hSLC-KDWy^XS KDNA£iHi^fc. £tt£Cel lPhect 
Transfection Kit (TT^tA?/^^^^) Zm^tt<D?U 
hP^tfeTCHO dhfr »^Abfco 10 Mg©DNA$:U>^^->^Ai: 

10 0«SitU 24B^^milC5 x 10 5 £2itel x lOMiWCHO dhf r1fflife£ii« 
L£10 cmv-v—HC^JPbfco 10%* vB&^Ha»^tTMEMa^7?l BP^* 
IftU ^^flMT^^10%S#f*^iBJfiltS^^^*^ MEM «^ 

&3^»ito&M©=i on-56^ t: hSLC-l (L) MGrF-^ACHO 

1 O E t hSLC-l (S)£cktf t hSLC-l (L) Mh<D%m&<D^&fc? 

##0<J 9 ET®££ttfcCHO/hSLC-l (S)t*56* D- CHO/hSLC-1 (L) 

^ 6 l£p_>©,nRNA(D%3aft£Cytostar T Plate (7-7->tA7 7Ky7A' 

CHO/hSLC-l (S)4*£<ktfCH0/hSLC-l (L) t*®&? D->£Cytostar T Platetf>& 
welHC2.5 x 10W^Ml>T24^TO«b^ 10%^T'J >lC c koTlffl 
Bfr£@£Lfc 0 ^&wellC0.25% TritonX-100$r»bT»OS»5:*tffc 
35 S7^;H>fcSH^J#^ • 1 e^iboprobeSrJn^T/W^'J^rX^'frfc. 
25 20mg/mKDRNaseA^^welHCjD^TM©riboprobe$rimbt, -?V-h£cfc< 
V tcm. / W 7 U y-f X L fc r ibopr obe £>ifcttf£ft £Topcoun t ei"C$J£ t 

£>, #(C^P->#^57$rjEt'ffl^fc. 
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imwj i o ET^^nfck bsic-mmmmm^ p->57£j;tf#;t0>j4 e 

T^^n^^u/ hSLC-1^CH0ifflljia^D->44$rffl^T. ^T©^{CcfcOJg 
E#&9l«Lfc. 5 mMEDTA(X^U>^7^>Eg^)^lraUfe'J >BMKff£ 
5 (pH 7.4) K *5«fctf5y hSLC-l&MOiifflJ&(lxl0 8 il)£^j££ 

ja>i>Lfco H::tf;^*-h/\*y7 7-(]0!nMNaHC03 . 5mM 

EDTA, pH 7.5)£10 mlJaA, tf>J hP^^^tf-fcffl^T/ft^v^- h 
Lfc. 400XgT15#Wlfi«frUT»e>tt&±iflf££ SfclOO.OOOXgTlttMifii&L 

10 Tris-HCl (pH 7.5), I mM EDTA. 0.1% BSA07->jftti»7;i/:/5 », 10 mM MgCI2 
. 100 mM NaCK IiM GDP (^7/y>5'-r'J>S) , 0. 25 mM PMSFC7xr.;M 
3')l'7>)\'ti\~)Vy)V3r : 7'( K), lmg/ml 20mg/ml P^:/^> 

, lOmg/ml 7*X7t7= F>]»dKSU 100, OOOXgTlTOM'^LA^. 2£U 
^JtLTIiliR^nycMlii^^Pimo ml<D7y-fe< ;b7 7-C»BL. 

15 & -8o° ct'&wl. mm(D®mM8LLTmwz. 

mftwiu \*ft&vtcm. msommx'^mvrc2x\o iQ n mch 2 mi, it^oigg 

\ZftVlVftWLMk&®m®. 2 ml, 43cfctX[ 35 S]-Guanosine5'-(r-thio) 
20 triphosphate(^-{b«fp ttgD 25 nl£, *n*ft*ADL£G»I^»»& 
:20mg/ml, [ 3S S] -Guanos ine5'-( 7 -thio) triphosph a teeing : 0. 33nM). Z.<D 
fcfo%L$:25T;r 1 mm. imi>tetfe>fcfoZi*:tc&, ^X7^f — (GF-C) 
£fflWt©3l3$U (50mM Tris-HCll>|«?& pH7.5) 300 mlT3 

mVLfrLfco ^5X7^;P^-«{*'»^l/-^-^50mI»L, 

m&mmm (%) mch^wutc^^o^^-dmso^^ 
liDUfci:tr©»i*ffitt)/ ( MCH*jSUntfct#©iSci*«tt-Diiso*tt&asjniL, 

££#©$!*»&) xl00<LLT, tt&RS* (%) J&>5fls£tt0I C B0 ffi§ 

ncmi/fc. can tc^r. 
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cam 



its® 


MJSteOC,,: nM) 




10 0 


mmmi 


5 



10 K»5SEfc£) ©TO-te£^J£UT#ffl-C*&5. 
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1. 5£ 



(0)j 



A r 



X 



P — 




A r 



Q — N 




5 Ar 1 43«l:lXAr 2 tt^n^tig^*^WUT^T ! bcl;U^#^«$, 



R 1 i5ck^R 3 tt^tl^n(i)*^^ (ii)7'>;U«*fctt(iii)«tt»*W 

v»*aittt>i/<ttiB^a**#?ia*»rtLTv»T%>j:<» j ttostui 

15 T& 3 ^ 7 - >»**;i' ; & >&&Mo 
2. Ar 1 ii«t^Ar 2 iWM*6n 

(b) c , _ 3 7 P > z? 

20 (d)->7y*> 

(e) A P V ><£ £ n WT <fc V J C , _ 6 7fr*)i>m> 

(0 ;\ u*f >itts tix iriT & £ c 3 _ 6 -> ^ o 7; WUS, 

(h) A ny* >ft£ tlT HT *><fc Iri C , _ , 7 
25 (OtKO+yl, 



WO 01/21169 



228 



PCT/JPOO/06376 



(1) v- c , _ 6 7;u*^7 

«fc V> C l _ 6 7 ; - * )l#=-)V&* 

(p) C l _ f .T)V*r)V-ti)V-$.—)\s**r : sgi* 

(u) C , R 7;Wn+'>-*^^ST*fi^$nTViTt> c 1 _ 6 7;i-+ 
15 )V~iJ)V^^)V^ 

(v)x;i/^s, 

(w) c , _ 6 7 ; wux 

(x) C j _ 6 7Mi^^7 ^ - JUS, 

(y) ±gB(a)ftV»L(x) lft^b4fl©*lft**#L/TViT«bJ;lri 
20 C 6 _ 10 7'J-^S. 

c 6 _ 1() 7y-;M-*->&, 

(aa) A D y ><b S nWT «k C 6 _ ! 0 7 U - JU - * JUfcJl^ 

(ab) AD^rMfc^nt^TfeJ:^ 5 6 
25 (ac)C 1 _ 6 7;U^^>'-*^fc^7^y^ 

(ad) C 6 _ 10 7'J-^-*^fc;P7SyS, fecfcyc 

(ae) C 7 _ 16 7^/^l'^'>-*^ ::1 ^**^^ § ^ (A all) fr*bM&ft 
&g&»£l&l>L5®frLWT*>J:^ (i) C a _ I4 7U-*£*fctt (ii 
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5 {tTk^SS: ; 

R 1 *3<fc^R 3 ^n^n(i)7K^lM^ (ii) — CO — R a , — CONR a R 

o 

b , -SO-R a , -S0 2 -R a , — CONR a R , -COO-R a . - ( 
C=S) 0-R a , - (C = S) NR a R b . -SONR a R b , -SO z NR 
a R b .-SO-0-R a ^cli-S0 2 -0-R a H&toZnZTz/frm [ 
io 5$*, R a « (A) tMIM^; (B) #;u#*~>;wg ; 
(C) (a)ADy>Sf. 

(b) C , _ 3 7;M=- 1/ > yS, 

(c) -hdS. 

is (e) AoyxbsnrviTt) «t^c ^.t^MtA*, 
< f ) a □ y >>fk $ nx \t* x t> «t n c 3 _ 6 > ^ p 7 ;p 

( g ) ADy>-fb$nTv>Tfectvic 1 _ 6 T;i/p^s>s, 

(h) APy>fb$nTViTt>«fc^C 1 _ 6 7;WU5 1 «, 
20 (j)75/g» 

(10 v 5 - c ,_ 6 7;WU75 y 

(m) c.^rM^-AM^js/i, 

25 (oJC^^WJl'-iJM^H, 
(r) C ..JJ^+y-^toPi, 
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(w) C , _ 6 7 JWl'TJU*-^ 

( y )«|ffi(a)&v>b(x)A^atfn*l&v^U4fia)|ltt***l/T^T'b«k^ 
( 2 )«IBB(a)&^L/(x)^6»atfn51ttV>U4«Oll***Wl/T^T'b<kV» 

c f _ lt Ty-)W*^». 

10 (iz)|j!ia(a)av>l/(x)^&a»in*13S:^b4ffl©B«IS&WLT^Tt>d;V» 
5ftV>L7*CD»|Sga, 
(aa) 5? - C , _ f 7)V*)l> ~ % )V#-)V7 5 J & 

(ac) C j.jT^H^-^^-^S y 
1 5 (ad) C 7 . , 6 7 7 )\>* )Vtt z/ - # )\>#-)V7 i/I, 

(ae) C,. t6 77MM=lr^ 

(af) C,.„7'J-^-* frtf~)\>m. 

(ah) c 6 . 1 0 r u * ^7 ^ y 
20 (ao c 6 _ 10 7 u -;u-*;w^< 

(aj)c 7 _ 16 75^;P7sy*;p#-^s» 

(ak) C 7 . 16 77JWW^^75 

(al)C 7 _ 16 77>'Wl'^'>-^^-' ,l/ ^" > S^6>^ ; &P (Ball) 
^«nS«Jfe«^l^^t5^WbT^Tt>«t^®C 1 _ 6 7JWUS,(|)C 2 . 6 

25 7Jl/^r-;^ ®C 2 _ 6 7JMr-m ®C 3 _ 6 ^o7;Wl^ ©C 6 _ 14 
7U~;V«fctt©C 7 _ l6 77;Wl'S ; 
(D) (a)AaWbl«tl5iIl. 

(b)BaSA^ltfn5fi»S* 1 ^ISWl/T^WWDC,.,/* 

®c 2 _ 6 7;^-;^ ®c 2 _,7;M^s* <Dc 3 . 6 ^d7M 
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JIM. (DC 6 _ 14 7'J-Jl'S^fctt©C 7 _ 16 77;W^ 

(e) c,_ 6 7;m*^-*;u#r;i<aift ; 

(iii)B amfrt>m&nzmm&* l^vsmmiyx^xh^oc^^ 
j^M, ©c 2 _ 6 7;p^;us, ®c 2 _ 6 r)i*-)\>m. @c 3 . 6 ^d^ 
10 ©c 6 . I4 7«J-Mtfctt©c 7 . 16 77mi^; 

R 2 fcJ;tf R 4 ^n^n(i)7K^H^. (i i) B a»*^ritS»A^a«tl* 
B»S*^rbT^Tt>«fc^C 1 _ a 7;Wl^*fctt(iii)Ba»A^J«a»A^ 

R 1 tR 2 £fc«R 3 £R 4 ifim&tZ&mM¥ tMZ 
15 (i) ^ 

VteiS >0, >C = CX >C (W) -W a ^fc«>N-WT^t>^tl§ 
g (W«(a)7K^^, (b)BaP^e>^^n^^S«rl^^L5j@#LT 

20 vvrfc«fc*>®c 1 _ 6 7;WrJHk ©c 2 _ 6 7;^-ji/«» (Dc 2 _ 6 7;p^;p8 
, (Dc 3 _ 6 ^^P7;i'+;i/*, ©c 6 _ 14 7U-;i/S^fc«©c 7 _ 16 77;w+ji/ 

g£fcte(c) A apa>"b^tftt3g&g£ 1 &V>L 5®*rbWtfcJ;l^ £ 
^tT5^^Ll 0A**jR«*, W a tt7KSm^> t KP*->g£fctiC x _ 6 

25 7;u^;pss^-r) . 
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Aa^e»iatl§I^I?: 1 fc^l* 5itlT^tU^ 4fctr>b 1 2*^ 



(5frf. E»ttAa»36»&atfn*«»Ml&ViL5««l/TVJT%)J:V»4 

XH-CH r , -CO-^di-CH (OH) -* : 
10 Yli-CH r , -0-^fdl-NW b - (W b tt(a)7K*K*Sfctt<b)Ba 

k fcitf mtt^-ft^ft 0 ft V* L 4 <Dg&£. ^ k +mte 1^14 

ntt i ttviu 3 osic^^-r) n^n^&^tm^m 1IB*<0»J. 

15 3. Ar^itfAr 2 *ME*HPft 
(b)C 1 _,7JW*U>5 ? **^ 
(d)->7 7S> 

20 <e) APy>flS*nT^Tt)<fcViC 1 _ 6 7;P^*» 

(0Apy>fls$nTViTtxfcViC,_ 6 ^^P7;wPS, 

(g) /\py>'fb$nTViT i bi:viC 1 _ 6 7;i'P^->s, 

(h) A P V >ftS ft WT %> «fc C j _ 6 7)V*)l?*m. 

(i) tKP+->I^ 

25 (j)7S/S» 
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(i)v-c,_ 6 7;u+;uT$ys. 

(r)c 1 _ 6 r;m+>'-*;u5H-;i'», 
(w) c 1 _,r;u*;p^;i'*-;hl, 

(x) C 1 _ 6 7;WWXJl/7 w 

(y) ±I2(a) (x) ^ f>Itftl§ 1 fe^ b 4i0fiS^ UTUT fe<t ^ 
'5 C 6 _ 10 7'J-;i'g*3«fctf 

(z) ±fE(a) L (x) b Mft5 1 L 4 ® LTV»T t>cU> 

fl#LT^Tt»«fc^ (i) C 6 _ I4 7'J-JUS£fcfi (ii) &*Jgmaftfc:gifc 

p «t q n-£tt&*84» iu-r;^ii * fcttaat wt t> 

R 1 45 e kt;R 3 d^n^n(i)7K^^ (ii)-CO-R a , -CONR a R 
25 b » -SO-R 3 , -S0 2 -R a v -CONR a R b , -COO-R a , - ( 
C = S) 0-R a £fc«- (C=S) NR a R b tifc$n57yjH 
, R a « (a) fcmm^ (b) ^;U^->JUS> 
(c) (a)ADy>gf, 
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(c) -hol, 

(d) v7/S> 

(e) ADy>fk$nx^Tfo t j;UC 1 . 6 7MM. 

(f) ADy>ftSnTl»Tti J:^C 3 _ 6 y^D7MM> 

(h) a u? ><t wt h J: <a c t _ 6 7; wu^tfS. 

Cm) C 1 -_ 6 7JW1/-*^#=^7S 7 

(n) 

(o)C 1 . 6 7Mil'-*^^ 

(p) C l _ t 7JV*)l-%)W~1l'* ; *5'& 

is (q)*;w#*->;H6, 

(r) C i _ t 7)VU* s s-iJ)\'#~)\'&> 

(t)t;- c j.^WM^A't-fM, 
(u) v - C ! _ 6 7)V^iJ frrt^ )m> 

20 (v) tju*^ 

(w) C , _ 6 7)^)VX)Vt^)VM. 
WC,.,7A4^7-f=/l*. 

25 (z) jfflie (a) &v> l (x) frt>m&nz im>l a momm*^ ut v>t t>«t n 

5 fc^L 7 (BP) *»6«tfn*«IIS*l^b5fl 
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(d) (a)ADy>K^ 
(b) C ! _ 3 7)V*r V > iStti/m. 
5 (c)zhDl, 

(d) i/7/I, 

(e) (aa)/\oy>R^ (bb) C 1 _ 3 7JMrl<'> (cc)-hoi, (dd) 
v'T/S. (ee)ADy>ftStlT^Tt)«kl>C 1 _ 6 r;^;H6, (ff)APy> 

10 ViCj.eT^n + ^S. (hWAoyxb^tiTViTfe.fc^c i-67;i/+;^ 
Gi)kKo*->S, (jj)7^yg, (kk) ; Ey-C 1 _ 6 7JWl/7= 

. (iDy-c^gTWys/i, (imd)c 1 _ 6 7>iwp-*;^-;w75/» 
. (nn)*;i/SJU£, <oo)c 1 _ 6 7;p*ju-#;m?— ;P2k (pp)c 1 _ 6 7;wp- 

15 jps, (ss)*;uA^r-f;i/S, (tt)^y-c 1 _ 6 7JU+;w*;i/A ; 6'rji/S> (uu) 

(xx)C 1 _ 6 7;l/^7.;i/7^-^S, (yy)fljtE(aa)/j:^L(xx)a>£jl 
l^ViL4®OM^S$:WUTViTt)J;^C 6 _ 10 7U-;^. (zz)iWf2 
(aa) V (xx) £Sfcfft5 1 fcH L 4 <i©M&S£W LWT J:^ C 6 _ t 
20 0 7U-;^^^»^cttX(zz2)BlflB(aa)^^L(xx)^f>^«n^>l^^L4e 

LWT t> £ H C , _ 6 7)l*)im* 

(f) Aoy>fc£nTV>Tfc£UC 3 _ 6 ^D7;WI/£> 

25 (h) AD-Jr XtSftTV>Tt><fc^C ..JMJWI, 
(j)75/S. 

(k) * y - C , _ 6 7)l*)l7 S J S, 
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(o) C!.,?^-*^^ 

5 (q)#;u#*->^ 

(r) C , _ 6 7 JU3 * > - # »#-JHU 

(0 =e y - c , _ % r^)VMt^ 

(u) ^- c 1 .,7WW^^ 

io (v)x;i^»> 

c 7-ij-;^+->afc*6**» (CP) *^1«WIM^1^15 

6 — 1 0 

fitLT^TfcJ;^, ^ictowc^m^ mxm¥**inti*&f-frs> 

tM, (Dc 2 _ 6 7;^^^ (Dc 2 _ 6 7;^z:;u*, @c 3 . 6 ^n7M 
;ps> <i)c 6 _ 14 7U-;i'«fc(i©c 7 _ 16 7^;wu» : &^ 

^S«LTV^Tt) c t^C 1 _ 6 7;Wl'*^fc«aii)B»^^?)»b^ 

r 1 £R 2 *fc»R 3 tR ^mmzmm+tmz 

(i) 5£ 
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VteiS >0, >C = CX >C- (W) W a ^^«>N-WT^b$n^ 

5 ©c 3 _ 6 :>?D7;MMUg. <Dc 8 _ 14 7U-;PS^fctt(Dc 7 _ 16 77;WPS 

(ii) 5S 

,„ -Q0 

g&g£i&v>L5®#bwTt>j:^4&^Li 2^^m^t) 

(iii) it 

— N Y 
(CHpn-^CCH^k^ 

X«-CH 2 -, -CO-^fctt-CH (OH) 

Yli-CH 2 -. -0-$fett-NW b - (W b «(a)*^^£fcte(b)Bl* 

4. Ar 1 ^<kt>>r 2 ^tl^n(i)ADy>^*fe«C l _ 6 7;Pri + >'ST* 
25 ^J:OTIim^e>Mn€>l^^L3ffi3(OA.xn^^tr5$fc«6m 
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5 . p *> *«**i«en c j _ 6 7)v* v >gre& z> m$tm i tBtfcoSflo 

6. j3^oi?**ii*aiE«©*i. 

* > J:^C 7 . ie 75;U*;i'ailJfcttaii)C 1 _.7;W3^>*WbWC%>J:V> 
R 2 # (i) **E^ (i i) c , _,7;P*;l4S*fcttO i o c T _, ,77^;v«* 
io (0 3; 

2flOC,. ll 7'J-MStltt>tt.J:t»C I .,7^H*fctt <d> tf 

-r) ^st)^n^S5:^"r) > 

20 (ii) ^ 

-00 

V>Tt>iV»*aitt*fcr42j(lttC!)5A:^bl OMJIIft, D^ttC^yjMrJU 
(iii) 3; 
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(5£+, E 1 MttCl-37JM i U>> ? **v«, -hag, C x _ 6 7Jm + v 
R 3 j6*(I)-**«(^ 

(ii)^ -CO-R 5 (R 5 «(a)7K^^ (MtDVif^WVm, (c)C x _ 6 7;i/ 
(d)C 1 _ 6 7;P3^ri>^WbT^Tt>J;<, ^>-fe?>^£*g-&L*:C 5 _ 
10 6 y^D7^^SSfett(e)ADy>g-?, C 6 _ 10 7U-;PS, C 6 _ 10 7'J 

- # = JU7 a y sa> <-> & -5 aw» & m i fc ^ l 2 f@ we w 
ff^satfns 1 u 3 iOAfoif sr-^tr 5 6Ro^wmmmm 

15 -CO-A) k 0 -R 6 [A 1 k 0 ttt H □ *5>££WbWTt><fc 

nc,_ 6 7;Wk -hp, c,_ 6 7;U3+^, c 1 _ 3 7J^w>> f ^v'*5«fc 

ZfiC 6 _ , o 7 U £>S«*15 1 fcV> L 2 <@©M&g£WLT 

^Tt><t^C 6 _ 14 7U-J^ (b)C 6 . 10 7U-M+yl. (c)»*l(fEW 
20 fcgfUljfC^ K^m^ e fcM^ J f^e.^«n^l/cJ:^L2ffl©^5 : -Dlg : f 

, (e)*;u^^v;PS, (0c 1 _ 6 7;b3+v-*ji,fc;ps, ( g )c 1 _ 6 7;p^ 

U2fi^rLT^Tt>J;^75/at, (h) k KP*S>££LWTt><kl>5fc^L 
25 7*©^S^*'. (i)C 7 .„77MM+5/i, (j)c 6 _ 10 7U-;u-*;^ 

-;i/S^fc«(k)c 1 _ 6 7;u^;p-*;u^n;i'^vS^-r] Tgfc^nsg 
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(iv)5£ 



— CO — Qa 




(QaftS- (CH 2 ) s- (sttl^b3©l»t) Sfctt- (CH 2 
) t-CH= (ttt0^t2©It^t) -esifrsfts*** R 7 «tK^JI 



o-R d (R d }iAny>gf^tT^T^)j;^c 6 . 10 ru-Mtfcra 
-CO- (CH 2 ) r L -R e (r Hi 1 &V>L 3 ©S$C&, R e KC 1 _ 6 7;P3^ 
-T) T'Ht)3n^*^^tt(0-CONH-R f (R f ttC 1 _ 6 7;WU*^fc{i 

c 6 _ 14 7U-;u»^T) -r^fcstiss. 

(vi)5t -COOR 9 (R 9 ^Dy>{t:$tlT^Tt)=t^C a _ 6 7;W^^ 
20 ^T) T&bSfrlSS* 



(viii)5£ -conr h -r 12 (R ll «7K^m : f^fc«c 1 _ 6 7;w^^> 
R 12 li(a)t:h*D=lrx, (b)75A (c)*/ -Xtev-C ,.,7^-75 / 




(vi i)^; 
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> (d)C,. 6 7JW-*Mr;k (e)c 1 _ 6 7JU3*3'-*;w?z:;k (f)C, 
^Tfei^ 5 fcU U 7 MO^^M. (i) C 6 . , 4 7 »J -JUX^ 

5 Sg, 

(ix) S: 

— CONH — ^^M— R U 

(R 13 fi(a)7K^H^> (b) t h* D+y^i^C ^Jj^+y-*^*^ 

Zf&zmfr e> gtf n<s>e&a£W lt <t ^ c , _ 6 7; wus, (c) c 7 _ , 6 7 y 

^^«n^gm*^LT^Tt> e t^c 1 _ 6 7;^;p-^^fc;PS*fe« 
(e)c 1 _ 6 7;P3+'>-*;^^$WbTViT s b<k^c 1 _ 6 7;u+;p-*;WA* 

(x) 5* 



IS 




— CONH 

(R 14 «c 1 _ 6 7JU^;ps^^ttc 7 _ 16 7^;u*;us^T) T^*>£nss 

(xi)5£ 

— CO N f 




R ,S 



20 {Fmte^>v>mtm£VT^T%&^5U^L7 mott^mmmmmz 

$nx^Tt) t kuc 1 _ 6 7;wi'-*;u^-;u7$ys^r) T*Sfc>£n5 
a, 

(xii)^: 



25 



— CO-V \l— R 16 
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(r 1 6 \t (a) t H o * zs&xzfc , _ 6 7;U3 * -> - * e> 

(xiii)i£ -S0 2 -R 17 (R 17 «(i)57i^L6MWli^S€:#tT^T'b 
X^C ^.TJWH, (i i) C 2 _ 6 7;i^-»S£fctt(i i i) C l _ 6 7;i^£ 
%LT^Tt)c}:ViC 6 _ 14 7U-;U»^-r) T^t^n^s, 

(xiv) i^^U3^©Aay>Ig«fcliC 1 _ 6 7^^>'S*WL-C^Tt) 

io i;l5C 7 . 16 77MM< 

(xv) &*fi™*Uc£*K^ m^M^fect^^T^B^^^^^^^ 

(xvi) ^: 



15 



20 



25 



R 24 



I 

-C0^ /N. 




[R 2 4 «7K^^fettC 7 _ 16 7^;WV^'>-*«-^S^^ T * 

(xvii) ^; 

r" 

[r 25 «*^^ c 6 _ I0 7U-;us, c 7 . 16 7^;w^^ Ce.j 

(xviii) ^ -CO-A1 k-NR 27 -CO-Al k 2 -0-Al k 3 -R 2 
8 

[A 1 kttlilHlT^TW^C,. 6 7Ml/>I^ ; R 2 7 «» 
^£fcteC t _ 6 7;WI/&£ ; A 1 k 2 *>J:tfA 1 k 3 te, R-£fc«fl&oT 
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&m£&VT^T*>£^c 6 - l0 7 i )-)im&tcte*mm=f'$:*'t] Testis 



5 [Aik r Aik a^ctofR 2 7 \mmtm%mz ; r 2 9 ttB«££**ue 

(xx)it -CO-Alk-NR 27 -CO-Alk 2 -NR 30 -Alk 3 -R 
10 31 

[a ik. r 2 7 , Aik 2 , ai k 3 \m$itmMm& ; r 3 0 it^mm?. 

15 (xxi)5£ -CO-A1 k-NR 27 -CO-Al k 2 -NR 3 2 - CO-O- 
A 1 k 3 -R 3 1 

[Mk, r 2 7 , a i k 2 , a i k 3 ^<t^R 3 1 mmtmMmz ; R 3 2 \t . 

MI2R 2 7 Ti££tt5S ; 

(xxii) 5£ -CO-A 1 k-CO-NR 2 7 -A 1 k 2 -R 3 1 

20 [Aik, r 27 , ai k 2 *><fctfR 3 1 \mfRtmMm*m'?] Tg^n^s 

(xxiii) j£ -CO-A 1 k-O-CO-O-A 1 k 2 -R 3 1 

[Aik, ai k 2 *<t^R 3 1 tmfttmi&m&TF?] ^^n^i^i ; 

25 fc5WiR a £R 4 ttB«f*£*Jg : Fi#fc5S 



(R 18 tt/\oy>^ ADy>{b$nT^Tt>«kVic 1 _ 6 7;^ 



(xix)i£ -CO-A 1 k 2 -NR 



2 7 



-CO-A 1 k 3 -R 



2 9 
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10 



15 



20 



8 . R 1 #(i> 5 £V> U 6mo^SE***»»*#^"C^T'b«t^C 

R 2 #0)7Mug^ (ii)c 1 .,r;w«*fcttCiOc 7 .i.7?^*i* 

(i) * 

?RS» V'ttSC >0, >C- (W 1 ) W'^N-W 1 (W l tt(a)**IiC 
=f-, (b)Aay>JK J f i , Any>ftSnx^'b«l;^C 1 . l 7Jl'+;H*J:« 

1 — 6 

fcJ:^C s _ 14 7U-JWSSfctt<c) lfc^b2fi©C 6 _ 10 7U-;P££«b 

(ii) a£ 

-03 




25 



(5*4". E 1 M«C 1 _ 3 7;^U'>> f ^->*> -HPS. C 1 _ 6 7JW3+->S 
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5 R 3 *t(i)**K^ (ii)5£ -CO-R 5 (R s H(a)7jc^^, (b)*;^** 

10 (iii)5£ -CO- (CH 2 ) r'-R 6 ( r l 1i 1 U^L 3 R 6 H(a) 
fl<DBJft*£#l/Ovct>J:V>C._ 14 7y-JP£» (b)C 6 . H 7'J-M^> 

;m*-;p£, (e)#;i^*->;i<g> (f)c 1 _ 6 7;m+->-^;^-ji/ 
(g) c , _ 6 7;wu& £tf c , _ 6 7;ww- z&zmfr sa« 

WLT^Tt)ct^5^^L6M©^«75yS^^-r) T^frsnsg, 
20 (iv)3; 




<QWo£- (CH 2 ) s- (sttl^^U3©S^^T) £tzte- (CH 2 ) 

t-cH= (ttto&viL2©8»s*-r) T*st>^ni>»^> R^t^mm^ 

25 (v)j$ 

— CO — (^Ji—R* 

(R 8 &(a)*|y§CT> (b)c,_ 6 7>im^->-*;i'^-;p> : e;wj/*5,fct*E 
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xh&*c l -t7)k*)\'&* (c)c l _,7;p3*->-*;M*-;i'*. -c 

0-R d (R d ttADy>K : PSWbT^TfeJ:^C 6 - 14 7'J-;U**fcttift* 
(e)5£ -CO- (CH 2 ) r'-R* ( r »tt 1 tZ^L 3 RSiC^, 

jtBfj^eaiins 1 1 2 a ©^PjgH^^rrs 5 & n u 6 

m&ZTisT) -r^n§l^ctt(D-CONH-R f (R , BC 1 . t 7^ 
10 S^fctiC 6 _ 14 7'J-^S^T) £^1") T-mt>2tlZ>M* 

(vi)5£ -COOR 9 (R 9 ttAoy>^nTViT^d;^C 1 „ 6 7;WUS^ 



15 (r 10 ****^ c 1 _ 6 7;p3+->-*;p#n;ws, ; &yx(iv-c 1 _ 6 7^ 
* ;i//tJE-f a py Xb3 nx^x h «fc v> =. p ; 4 ;v**fcttA 

(viii)5£ -CONR u -R 12 (R ll tt**S^*fc»C 1 _ 6 7;i'*^S^ 

20 , odc,.,;^-*^. (e)c 1 . 6 7;i/p+'>-*j^-;K (oc, 
t> «t ^ 5 l 6 aos^7 = >&t>i&z>mft t>wi$nz>m&&*% lt 



( R 1 3 tt (a) **li^> (b) k H P * vfc <fc # C , - 6 7;m * v - * 

e> s stf n<5E&g£*r lt t> <fc ^ c l _ 6 7;u^;i/S. (c) c 7 _ x , 7 5 



(vii)5£ 
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5 



(x)5£ 



— CONH-N^N-R 



. is 



— CO 



R 



5 &7KSt?HC^ , C , _ 6 7)Vzi * v - ft ;|/# - ;P7 5 / X £ fete A o V >it 2 tiX 
(xii)^: 

— cohQh-r 16 

ittfnsg&s^wuwTfcc^c^eTJWi^ o>)*^5;wak (c)c, 
. 6 7;p^y-*M^n^c[i (d) mmm? \z^mmT, mmm?& £ 

20 (xiii)5£ -S0 2 -R 17 (R 17 fct(i) 5^V^L 6fi^g^5*WLT^T 
fc^^C^eT;^;^ (ii)C 2 _ 6 7;U^r^;U*^fctt(iii)C 1 _ 6 7;Wl' 

(xiv) 1 fcC^L SMCOAoy^^F^WLT^TtjckViC^jaT^^JPS 

25 (xv) ^^mTOn^^^M^f, g?^M^^ctr/gt^JdWe»fig^H^?>ii« 
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CO a 
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1 — 6 

15 #bTViTt>J:^C 1 _ a T;WU**»i") » 
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(ii) 5£ 
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-O "O 60 - 40i 

6 7)V*)V- Zf&zmfr <bMtitl2>m&&* 1 ft ^ l 2 aw u 
5 (iii) ^ 




. 7$ ;m* c 1 _,T**^-*^#=;P75/**J:Ofc 1 _ e r;p3*s/-* 

10. >t*>^£\ X'fc-CHj-Sfctt-CO-S, YMi-CH 2 -*&«-0- 



1 0. itsmw^ 




_ J4 7'J-;P**~>S£ ; P 1 «C 1 _ 3 7;M 1 U>S£ ; Q'fiC 1 _ 3 7;P+U> 
20 g£;X 2 teCH» C-OH££teN£ ; Y 2 «*^iiC^ ADy>HH\ AD 

y>'ft;$nT^Tt>j;^c 1 _ 6 7;u+;ps^fcfic 1 _ 6 7;un+>'»^; z«c 
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1 1 . K&mifift 




NH-CO-R 
— N 



1 2. 



rjww-fcjw^Hfc (v) c ^e/MMl l wrt>«fc^c 6 _ 14 7 u - 
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10 R 21 «(i)5£ 

.Y 4 
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1 3. 

1- (5-757-4, 4-v7x-jK>fJW - 4 - 7x-;Wtf^'J v> 

5 3, 4-ytKo-6-^h^>-l' - (5-757-4, 4-y7x- 
)V^>^)V) Xhfo C:h7*l/>-2 (1H) , 2' -^'Jy» 

1- (5-757-4- (4-7 h+->7i^) - 4 - 7x-JU^>3\H/ 
3 -4-7xn;nf^U->*>^^«^-cc»ffi. 
10 1- (5-757-4, 4- 1*7 (4~i'DD7i^) *>^;M -4- 

3, 4->?k KD-6-7 h*~>- 1 ' - (6-757-4, 4->*7iZ 
JI^+^W Xt?D {1-7*? U>- 2 (1H) , 2' -tf<»Jv>] 

I5 3, 4-5?kHD-6, - (7-757-4, 4-5> 

7i-M7'?;W Xt?D C^-7^k>-2 (1H) , 2' -tf^Uv>] £ 

4, 4-^7x-;i/-5-^JU5^757- 1 - (4 -7i-^K *»J v7 

20 1- (4- (4-7MP7i^;W hf^vv>- 1 — f JM -5-^5 
;P757-4, 4-v J 7x^;^>^>^fcfi^©^ 

4, 4-y7x^~ 1 - (4-7x^JHf^7^>-l-<JW -5- ( 

h->;P75 7) ^>^>s^ti j e^. 

4, 4-'77x-^-l- [4- (2-7 h*->7x=;W fcf^^>- 1 
25 -> f;M -5- (h->;W75 7) 

4- (4-£DP7x-Jl/) -5-^;|/5;U757-4-7xZljl/- 1- ( 

4-7x^;i/tf^»j> ? 7) 

4- (4-^DD7x-A) - 5 -^;i/$JU757-4-7x-JU- 1 - ( 
4-7x^Hf^7v>- 1 
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v>- 1 — f ;M - 5 -M = ^75 / - 4 -7xrM>^>tfcliM 

4 _ ( 4 -*DD7xnjL0 -1- (4- (y7xZ;WfJV) ^r>*> 
5 - 5 - ^ajl.7$ / - 4 - 7x-;K>^>tfc(^©l, 

5-*;l^JU7i/-4- (4-^h^->7x^) -4-7x^-1- 
( 4 -7xn;i,tf^U^/) ^>*>£fcte^©&> 
4, 4-k*X (4-^nD7x^) -I" C4- (4-7MD7x^ 

) \i^y^y-i-^M -5- (*;i^;i/7s/> ^>?>£fcii^£, 
io l- C4- (4-7;u^p7x^jp) k^5$»-i — OM -6-*;i^ 

1- C4- (4-7MD7x^) ^7y>-l-f^ - 6 
;Krs/ _ 4> 4-77x-^ : l : it>Jfctt« 

4> 4-c?7xn;V-l- (4-7x^;ptf^u^y) -6- (h->;PTa 

5- [4- (4-7007x-JW -4-bHD+y^'J^/] - 1 -* 
)V5.)17^ J - 2, 2 ->*7x- ;l/^>^>^3t« j e©^ 

5- [4- (4-7MP7x-jW tf^7> 5 >- 1 - 1 

20 i-*;i^;P7sy-5- (4-tFo^^-4--7xn;ptf^u> J y) - 

2, 2-'77x-iK>^>^fc^i« 
5- [4- (4-b'J7MD/Wx-;V) -4-t HP^vtf^Uv 

y] - i -7js;i/a;U75/-2, 2-^7x-;K>^>$fc«^©^ 

5- [4- [3, 5-k'X (hU^M-P*^) 7x-JW -4-fcHP 
25 ^k^USV] - 1 -*jl/^7a/- 2, 2-y7x-M>^>ifc{t 

5- [4- (3, 5-^OD7x^) - 4 - k H P*xk^U ->V] - 

i -*ju5;i/7sy-2, 2-^7x-;K>^>tfcttf0l. 

5- [4- (4-?PP7x~;U) -1, 2, 3, 6 -5rh7k h*Pk'J 
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i -*;us;i/7sy-2, 2-^7x^-5- (4-7x-;nf^'j:>v 

5 5- [4- (4-^DD7iZJW - 1 JP7 ^ J - 2 

, 2-v7x:i;u^>^>£fcte^©&, 

7- [4- (4-^DP'7x-;i/) -4-t HD^S>hf^'JvV] 

5- [4- (4-7MD7X-JW -4-t Fo^v'tf^iJ^y] -1- 

io 7h;i'5;v75y-2, 2 -z?7x.~)W>9>&tt\* J t<Dl&* 

l-^;P5;i'7^y-5- [4-kFP^y-4- (4-* h^y7i^ 
) tMUSVl -2, 2-v7xn;^>^>^Ac« : e^ 

l-*J^^75y-5- [4-hHD^F5>-4- (2-tf'JSMW tf^'J 
i/7] -2, 2-77x-M>^>Jfcl4f0l, 
15 l-7-fe^7^y-5- [4- (4-^DD7xl» -4-hKn+y 
f^lJvVJ -2, 2-^7x^K>^>Sfc« j e©I, 

1 -7-fe h7-fe^;U7^7 - 5 - [4- (4-^PD7x~;U) -4-th* 
o^v-tf^Uv 5 /] -2, 2-y7x^K>^>^fcttf©j|v 
N- [5- [4- (4-^DD7i-W - 
20 2, 2 -> ? 7x:2JW^>^;U] 7^-»7SI«8l^Sfcl»©S, 

N- [5- [4- (4-i>DD7xzj!/) -4-kHn^y^'Jyy] - 
2, 2-y7i-JK>fjH 7s^y>75 K&£fc«^©$g. 

1- [5- [4- (4-?DD7xn;P) -4-kKO+y^iJyV] - 
2, 2-y7xrjK>f;W - 3 -X^ 1 ? V7&Tc\tt<Dik. 
25 N- [5- [4- (4-^DD7x^) - 4 - k F 0*5^1 'J SV] - 
2, 2-y7iZM>fJW ;**>7JM>>75 F 

7xXJP N- [5- [4- (4-^DD7i^W -4-kHP+'>^ 
ij^y] -2, 2-y7i-M>fM AM*— hS&tt-*©*, 

l-7tW5;-5 - [4- (4-^DD7xn;U) -4-kHn+y 
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tf^'JvV] -2-7x^-2- (2-hf'Jv;W "<>*>*fc*«"<Dtt. 

N- [5- C4- (4-^DD7i-JW + - 

2, 2-^7i-M>fJH F^X^Hi^cte^©^ 

N- [5- [4- (4-^D07x-;V) - 
2, 2-y7x-M>^W -7Dt$ K@gX5f^£fc«^-©JI, 

N _ [5 _ [ 4 - ( 4 -y*PP7xX;U) - 
2, 2 -y*7x^;K>fJH {'J^i FHf Jl'Sfc^^ 

^y^u 2-((2,2-^7x-jW5-(4-7xn^tf^u^/)^>^V)7ay 
) _ 2 _^ y x^# ;w\** - h * fctt^©m, 

4,4-y7x^;H-(4-7x^Hf^ l Jv7) / \7*5 1 ^7S>Sfca^»i. 
N-(4J-^7x-JH-(4-7x^t^iJy;)A7fJW-4^fM>if> 

N-(4,4-^7xXJU-7-(4-7xX;l/tf^Uvy) / \7°^;W7-fe^^ KSfctt 
-t©8L 

N-^>y;H-(4,4->'7xZ;V-7-(4-7x^Ve^'Jy/)A7'^)75> 
£/c&^©&> 

H-(4,4-^7x^H-(4-7x^^U y/) A7f;W-N-(3-^ 

> V)V> 7 5 > * It & ^ <DM.. 
N-(4J-y7x^H-(4-7x^^Uy;)A7f;W-N-(2-^h + y^ 

>-7;w 7 s >*&«■*■©& 

N-(4,4-^7xX;i/-7-(4-7xXJl/tf^U^/)^^;U)-N-(2-7^P-< 

N-(4,4-^7xx;p-7-(4-7xx;i/tf^U^/)^5 L ;W-2-^7x>^;u 
N-(4,4-^7xx;W7-(4-7xx;nf^UvV)^7^)-2-7xx;U7-tr^ 

N-(4,4-^7xX;W7-(4-7xXMf^UvV)^7^)-N-(2-5 1 XX;U> 
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n-^ > s;;m- «,4-y7i n ju-7- (4- 7 x -;nf * u y ) a 7*^;w -N-y 

1 4. y7x>®m*;i^>tigBi-5£ii©« • is 
5 mom. 

1 5 . ie«©™ • fem\T'&z>mxm i 

16. mftWfflmT-&%®#mumom. 

1 7 . s 



io (it*. R 23 «Apy>M^, c I _,7;i'3*^*<fc(^c 1 - 6 7^^*&ja6« 

-/I'T^V^tSC^eZMM^; P 4 «C 1 _ 3 7,M^>S£ ; X 5 teC 
H» C-OH*fc«N5r ; Y 5 «tK^T. AP^Ei^fcRtC ^.T^ri*- 
->S£ ; R 26 fi^*Jg^*;fcttC 1 _ 6 7;M i ;l'S£ ; Y 6 ^cfcOT 7 «|^-^c 

i5 tts&tj-c*^®^ ADy>sf, Apy><ksnTv»T*>«fc^c,_ 6 7;p 

Sns<b^«*fctt-?"©ifi»SVitt-€-©7'D K?y7\ 
18. R"^*SWIC«**»*«17E*C!Mb*«. 
1 9. *C>5W 2- ( (2. 2- 7 x - ;i/-5- (4- 7 x - ;Ptf ^ 'J vV ) ^ >^;W 7 5 

20 y ) -2-*-* v ;w\* y - h £ fc 

4-7 □ □ ^ > vJU 2- ( (2, 2- 7 x - ;i/-5- (4-7 xXJl/ bf^ 'JyV) ^ >3\>U) 

7 s y ) 7 x^;u* ;u/\*y - h £ it om. 

3-7 □ D"C>5W 2-((2, 2-v7x -;U-5-(4-7x-Jl/tf^U -7y)^>^;U) 

75 y)-2-**yx^;k&;uny- h 
25 ^>v;i/ 2-(N-(2,2-v7xx;i,-5-(4-7xx;nf^'j>5y)^>^;w-N-y5 1 

;U7S y)-Z-t+VXfjP*jP/U- h£fcte^©J&, 
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^>v\IU 2-{(5-(4-(3T7MD7x-JW^ 1 Jy;)-2,2-y7x-M>f 
5 ^>v;P 2-((5-(4-(2-^h + y7x-JW^'J->V)-U-^7xXM>? 
20. S 



R 23 -COOH 
2 1. 5£ 



20 R 32 -X 



10 
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2 2. m&mi 7f2«<Dft^£^rLTfc5EfII. 



2 3. iS 




R 2 6 £cktfR 2 7 it. R-SfciaaoT, 7((iJIWdiC I .e 
5 7;^JH$ ; A 1 k^^ttA 1 k 3 fi, R-*fcttJ*ftoT» 

m^*3«fcDcesiSMW 6iss»*6iiin« 1 &t» l 3 ioat pm^ s^tr 

1 OMO^SM^gS: ; X 2 ttCH. C-OH^fcttNS; ; P 5 *5 

2 4. a 1 k 2 :fcj;tfA 1 k 3 j)msrcizmtz-DT. *fcHAay> 

, c^eT^Jk th*D^-x c 1 _ 6 7;m+>'^ct^c 6 _ 10 7'J-;^e> 

20 &V>L3®<A^xDliC^£^tr5&^Ll om^SI&Slt^gT&SigjfcS 
2 3ffi*©^«. 

2 5. R 2 9 f)m&&*GVT^Xh&^ > F-)l>- 2 )]sT'&%m#2 
3*^:tt2 4 

2 6. R 29 *«APy>JR : f» C^eT^*^, CLeTJ^+vWkHn 
25 *->fre>jlfcm5l ££«2®©M&a£WLT^Tfc<fcVW>K-;i'--2- 
-f ;l/T*££!it*S2 3$fc»2 4|B*©<b£4&. 
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2 7. N-(2-((2,2-v'7x^-5-(4-7xr.;i/t°^U> ? /)^>^)7Sy)- 
N -(2- ((2, 2-y7i^-5-(4-7x^ fcf * U 5> / ) ^>^)V) 7 5 / )-2-** 
5 5^0P-N-G-((2,2-i?7xn^B-(4-7i^V^'J^y)^>WW75 

N-(2-((2,2-fx(Hpa7i x;» -5- (4-7 x x;u tf ^ u 3? y ) * V) 7 

N- (2- ( (2, 2- \L X (4-7 P P 7 x -5- (4-7 xXJU tf^ >J V J ) >^J» 7 

io = y )-2-^vx^W-5-9 o o<> h-;h2-AM+t5 H 

N-(2-((2, 2- t*X (HD07i x; W -5- (4- 7 xXJU tf * U V J ) * 7 

5 /m-^vx^w-i-^wm* > f-;W2-»;p#**5 h**fctt^©ifi, 

N- (2- ( (2, 2-h'X(HPP7i XjlO -5- (4-7 xXJU tf ^ U 3? / ) * >^JW 7 
5 y ) -2-*=* yxfJP) -5- 7 P -f > H - JUtfW 5 F * fc tt*© 

N - (2- ( (2, 2- h*7 (4- 7 P P 7 x X j W -5- (4-7 xXJP tf ^ >J 3? / ) 1 V) 7 
5 y ) _ 2 _ :t ^y X ^; l/ )-5-y h^3'-f > H-;P-2-*;U#W5 F*fctt*® 

N - (2- ( (2, 2- t'7 (4-7 P P 7 x XJW -5- (4-7 1-^ tf * U 3V ) "O^M 7 

N-(2-((5-(4-(2-7^P7xX;U)tf^U3-V)-2,2-v7xX;^>^J07 
N - (2- ( (5- (4- (2-7MU7I XjP) tf ^ U v 7 ) -2, 2-v 7 x X Jl^ 7 
5-7 P P-N-(2-((5-(4-(2-7MD7x^;W tf^U 3?/) -2, 2-3 } 7x-M 

>^;075y)-2-^vx5 1 ;u)-i-7^>'^>H-;u-2-*;^+i)-5 F£fc 

5-7PP-N-(2-((5-(4-(2-7^P7xX;Wtf^Uvy)-2, 2-77X-JK 
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N-(2-((2, 2- t*X (4-7 P P 7i -;W-5-(4-(2-7Jl/t07x-;W tf^ 'J -7/ 

) * y^M 75/) -2-** v -5-7 ji^ p > H - ;u-2-* jptf+it 5 

5 N-(2-((2,2-t'X(HnD7i-;W-5-(4-(2-7MD7iZJW^'Jy; 

)^>^;W75/)-2-**vx5\m,)-5-* K*w>h*-;p-2-;&;i>#*ii-5 

N-(2-((2,2-fc*X(4-7PP7x~JW-5-(4-(2-7J^P7x-;i/) fcWJSV 

) ^ y=$-M 75/) -2-** v x^;u) -f > K-;W2-a ;u#*tJ-5 K £fcte^<z) 

10 %x 

N - (2- ( (2, 2- If X (4- 7 P 7 x - ; W -5- (4- 7 x X ;W U / ) ^ y^-)V) 
75 7)-2-t+yx?;W'f> K-;i/-2-*;i/7^4 1 it$ K 
N-(2-((2,2-k*X(4-7M07i -)V) -5- (4- 7 x ~ )VM * U 5? / ) ^ > W 

75 /)-2-^yx^;w-5-7 p p-r > h'-;w-2-#,M^n-5 h*£fc«^© 

I 5 

N- (2- ( (2, 2- fc* X (4-7 Jl/* P 7 x - ;i/) -5- (4- (2-> h * -> 7 x x;W tf^'J 
/ ) ^ >^;W 7 5/) -2-**7 X^JW -f > H -;w-2-* 5 K 

N-(2-((2,2-h*X(4-7JU^-P7x-;i/)-5-(4-(2-^ h + ->7i-JW tf^U -7 
20 /)^>^JU) 75 / )-2-^>/X^J0-5-7 P P-T > K-;P-2-*;U^^r"9"5 

N-(2-((2, 2-fcfX (4-7MD7i x;U) -5- (4- (2-7 ;M" P 7 x X ; W 'J v 
/ ) *>?)V) 7 5 / ) -2-** 7 X3^) -f > K -;i/-2-* )\,tf*Vr 5 H $ 

25 

N - (2- ( (2, 2- h* X (4-7 Jl/* P 7 x X ;W -5- (4- (2-7 P 7 x X JU) fc? * U 
/)^>^)7 5/)-2-^+7X5 L JW-5-7PP-r>K-Jl/-2-*JP^^-tf5 

2 8. 5£ 
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Q s _- MR 26 -C0-Alk r NHR" 

R 29 -A 1 k 3 -COOH 

2 9. tt*H2 3fB«©^«&^*^T>i5l£^- 
30. S 

Q 5 _ NR 26 _C0-A I k-NR"-C0-A I k 2 -NR 3 °-A I k,-R 3 ' 

7j ^M ; R 3 °tt**K^ C t . 6 7MM$fc^^*^^ T 

W?*feBW»MWTftJ:V»C 1 .,7/MrW>i« ; R 3 1 
,5 mLWW^C,. I0 7U-J«*;X'ttCH, C-OH*fc»±N* 
; P B* l fcOfQ«»ra-*fcttJWi:oTC 1 ..7^l/>«: Y 6 . Y T *±tf 

20 si. Mk^AD^f. thw. 75/**tfc,_ 10 7»J-/i*s 
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£WbWTt>£V>C 6 _ 10 7U-;i'ST&&i*Jj<^3 0 sBfi©^^. 
3 2. N-(2-((2-((2,2-> ? 7x-;U-5-(4-7x-;Hf^U> J y)^>^)75 
5 J ) -2-** V X^;W 7 ^ y ) -2-*+ V X^;i/) -2,2,2-hU7MD-N-7x- 

2-7 — U y -N- (2- ( (2, 2-> 5 7 x (4- 7 x ~)l tT^ U *7 / ) ^ >^ JU) 7 5 
y)-2-**yx?\>W)7i:*S K£fc&^©:&, . 
2- ( ( {fOV)V7 i / ) # )V#-)V) 7$;)-N-(2,2-v?7i XJP-5- (4-7 xXJU 
10 ^'Jy;)^>f JW7t^5 Flfct^©!. 



15 (1) Ai k 2 #eM£WLWT ! fcJ;i>C 1 _ 6 7;i'*U' 5£ 
R 31 -A 1 k 3 -NR 30 -A 1 k 2 -COOH 

(2) A I k 2 tfBtt<DW)&\Z. £ 
20 R 31 -A 1 k 3 -NR 30 -CO-X Sfctt R 3l -Alk 3 -NCO 

-5SJtNM^#i^S^$-frS^«i:S:#m<i:-r^m*lS3 0f3«©{b£§&ltf>$a 

3 4. If*«3 O|Em0<fc£#!£^WLT&SElSI. 
25 3 5. PilLSfrtllCftbTv £ 



3 3. 



Y 
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(0)j 




q-n^ r4 



ess*, at 1 &&zsat 2 \t*nznw&&zGLT\,*T<b^ : &mm&^ 

R 2 fe^^iR 3 tR 4 «^T-5^^i:*ica^^bTUT^J;^ 
*j»ttt> L/ < tttf -&^***SI*fc»J* L Wt fe* < . j » 0 sfcfctt 1 & 

(0)j 

P — N ^ f .: 




,R 3 



[5£«K Ar 1 43d;tf Ar 2 te^n^nfi&«£WLWT*>£^«»^ 

R 1 *^R 3 «^n^n(i)*^Ji^ (ii)T->ji4i*fctt(in)mft»** 

R 2 *J:tfR 4 tt*n*n(i)**W. <ii)Mt«*l/avcfe,fcv>7** 

;pssfctt(iii)*«is&^i/xcix'b«fcv»7;^;w*^^**^- R 1 £ 
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3 7. 5£ 



F 




PCT/JP00/06376 

WO 01/21169 

1/11 

SEQUENCE LISTING 
<U0> Takeda Cheinical Industries, Ltd. 
<120> MCH Receptor Antagonist 
<130> Case2651 
<150> JP 11-266278 
<151> 1999-09-20 
<150> IP 2000-221055 
<151> 2000-07-17 
<160> 16 
<210> 1 
<211> 32 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 1 

GTCGACATGG ATCTGCAAAC CTCGTTGCTG TG 32 
<210> 2 
<211> 32 
<212> DNA 

<213> Artificial Sequence 
<220> 
<223> ' 
<400> 2 

ACTAGTTCAG GTGCCTTTGC TTTCTGTCCT CT 32 
<210> 3 
<211> 353 
<212> PRT 
<213> Rat 
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<400> 3 

Met Asp Leu Gin Thr Ser Leu Leu Ser Thr Gly Pro Asn Ala Ser Asn 

15 10 15 

He Ser Asp Gly Gin Asp Asn Leu Thr Leu Pro Gly Ser Pro Pro Arg 

20 25 30 

Thr Gly Ser Val Ser Tyr He Asn lie He Met Pro Ser Val Phe Gly 

35 40 45 

Thr lie Cys Leu Leu Gly He Val Gly Asn Ser Thr Val He Phe Ala 

50 55 60 

Val Val Lys Lys Ser Lys Leu His Trp Cys Ser Asn Val Pro Asp lie 
65 70 75 80 

Phe He He Asn Leu Ser Val Val Asp Leu Leu Phe Leu Leu Gly Met 

85 90 95 

Pro Phe Met He His Gin Leu Mel Gly Asn Gly Val Trp His Phe Gly 

100 105 110 

Glu Thr Met Cys Thr Leu He Thr Ala Met Asp Ala Asn Ser Gin Phe 

115 120 125 

Thr Ser Thr Tyr He Leu Thr Ala Met Thr He Asp Arg Tyr Leu Ala 

130 135 140 

Thr Val His Pro He Ser Ser Thr Lys Phe Arg Lys Pro Ser Met Ala 
145 150 155 160 

Thr Leu Val He Cys Leu Leu Trp Ala Leu Ser Phe He Ser He Thr 

165 170 175 

Pro Val Trp Leu Tyr Ala Arg Leu lie Pro Phe Pro Gly Gly Ala Val 

180 185 190 

Gly Cys Gly He Arg Leu Pro Asn Pro Asp Thr Asp Leu Tyr Trp Phe 

195 200 205 

Thr Leu Tyr Gin Phe Phe Leu Ala Phe Ala Leu Pro Phe Val Val He 
210 215 220 
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Thr Ala Ala Tyr Val Lys He Leu Gin Arg Met Thr Ser Ser Val Ala 
225 230 235 240 

Pro Ala Ser Gin Arg Ser lie Arg Leu Arg Thr Lys Arg Val Thr Arg 

245 250 255 

Thr Ala He Ala lie Cys Leu Val Phe Phe Val Cys Trp Ala Pro Tyr 

260 265 270 

Tyr Val Leu Gin Leu Thr Gin Leu Ser He Ser Arg Pro Thr Leu Thr 

275 280 285 

Phe Val Tyr Leu Tyr Asn Ala Ala He Ser Leu Gly Tyr Ala Asn Ser 

290 295 300 

Cys Leu Asn Pro Phe Val Tyr He Val Leu Cys Glu Thr Phe Arg Lys 
305 310 315 320 

Arg Leu Val Leu Ser Val Lys Pro Ala Ala Gin Gly Gin Leu Arg Thr 

325 330 335 

Val Ser Asn Ala Gin Thr Ala Asp Glu Glu Arg Thr Glu Ser Lys Gly 
340 345 350 

Thr 

<210> 4 
<211> 1074 
<212> DNA 
<213> Rat 
<400> 4 

GTCGACATGG ATCTGCAAAC CTCGTTGCTG TCCACTGGCC CCAATGCCAG CAACATCTCC 60 
GATGGCCAGG ATAATCTCAC ATTGCCGGGG TCACCTCCTC GCACAGGGAG TGTCTCCTAC 120 
ATCAACATCA TTATGCCTTC CGTGTTTGGT ACCATCTGTC TCCTGGGCAT CGTGGGAAAC 180 
TCCACGGTCA TCTTTGCTGT GGTGAAGAAG TCCAAGCTAC ACTGGTGCAG CAACGTCCCC 240 
GACATCTTCA TCATCAACCT CTCTGTGGTG GATCTGCTCT TCCTGCTGGG CATGCCTTTC 300 
ATGATCCACC AGCTCATGGG GAACGGCGTC TGGCACTTTG GGGAAACCAT GTGCACCCTC 360 
ATCACAGCCA TGGACGCCAA CAGTCAGTTC ACTAGCACCT ACATCCTGAC TGCCATGACC 420 
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ATTGACCGCT ACTTGGCCAC CGTCCACCCC ATCTCCTCCA CCAAGTTCCG CAAGCCCTCC 480 
ATGGCCACCC TGGTGATCTG CCTCCTGTGG GCGCTCTCCT TCATCAGTAT CACCCCTGTG 540 
TGGCTCTACG CCAGGCTCAT TCCCTTCCCA GGGGGTGCTG TGGGCTGTGG CATCCGCCTG 600 
CCAAACCCGG ACACTGACCT CTACTGGTTC ACTCTGTACC AGTTTTTCCT GGCCTTTGCC 660 
CTTCCGTTTG TGGTCATTAC CGCCGCATAC GTGAAAATAC TACAGCGCAT GACGTCTTCG 720 
GTGGCCCCAG CCTCCCAACG CAGCATCCGG CTTCGGACAA AGAGGGTGAC CCGCACGGCC 780 
ATTGCCATCT GTCTGGTCTT CTTTGTGTGC TGGGCACCCT ACTATGTGCT GCAGCTGACC 840 
CAGCTGTCCA TCAGCCGCCC GACCCTCACG TTTGTCTACT TGTACAACGC GGCCATCAGC 900 
TTGGGCTATG CTAACAGCTG CCTGAACCCC TTTGTGTACA TAGTGCTCTG TGAGACCTTT 960 
CGAAAACGCT TGGTGTTGTC AGTGAAGCCT GCAGCCCAGG GGCAGCTCCG CACGGTCAGC 1020 
AACGCTCAGA CAGCTGATGA GGAGAGGACA GAAAGCAAAG GCACCTGAAC TAGT 1074 
<210> 5 
<211> 262 
<212> RNA 
<213> Rat 
<400> 5 

GCGAAUUGGG UACCGGGCCC CCCCUCGAGG UCGACGGUAU CGAUAAGCUU GAUAUCGAAU 60 
UCCUGCAGCC CGGGGGAUCC GCCCACUAGU UCAGGUGCCU UUGCUUUCUG UCCUCUCCUC 120 
AUCAGCUGUC UGAGCGUUGC UGACCGUGCG GAGCUGCCCC UGGGCUGCAG GCUUCACUGA 180 
CAACACCAAG CGUUUUCGAA AGGUCUCACA GAGCACUAUG UACACAAAGG GGUUCAGGCA 240 
GCUGUUAGCA UAGCCCAAGC UG 262 
<210> 6 
<211> 18 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 6 

CAACAGCTGC CTCAACCC 18 
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<210> 7 
<211> 18 

<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 7 

CCTGGTGATC TGCCTCCT 18 

<210> 8 

<211> 1275 

<212> DNA 

<213> Human 

<400> 8 

TAGGTGATGT CAGTGGGAGC CATGAAGAAG 
GGCAGCGGCT GCCAGGCTAC GGAGGAAGAC 
GGACAAGGTG GCAGGCGCTG GAGGCTGCCG 
CGGTTGTGGG AGCAGGCGAC CGGCACTGGC 
ACTGGTCCCA ACGCCAGCAA CACCTCTGAT 
CCTCCTCGCA CGGGGAGCAT CTCCTACATC 
ATCTGCCTCC TGGGCATCAT CGGGAACTCC 
AAGCTGCACT GGTGCAACAA CGTCCCCGAC 
CTCCTCTTTC TCCTGGGCAT GCCCTTCATG 
CACTTTGGGG AGACCATGTG CACCCTCATC 
AGCACCTACA TCCTGACCGC CATGGCCATT 
TCTTCCACGA AGTTCCGGAA GCCCTCTGTG 
CTCTCCTTCA TCAGCATCAC CCCTGTGTGG 
GGTGCAGTGG GCTGCGGCAT ACGCCTGCCC 
CTGTACCAGT TTTTCCTGGC CTTTGCCCTG 
AGGATCCTGC AGCGCATGAC GTCCTCAGTG 



GGAGTGGGGA GGGCAGTTGG GCTTGGAGGC 60 

CCCCTTCCCA ACTGCGGGGC TTGCGCTCCG 120 

CAGCCTGCGT GGGTGGAGGG GAGCTCAGCT 180 

TGGATGGACC TGGAAGCCTC GCTGCTGCCC 240 

GGCCCCGATA ACCTCACTTC GGCAGGATCA 300 

AACATCATCA TGCCTTCGGT GTTCGGCACC 360 

ACGGTCATCT TCGCGGTCGT GAAGAAGTCC 420 

ATCTTCATCA TCAACCTCTC GGTAGTAGAT 480 

ATCCACCAGC TCATGGGCAA TGGGGTGTGG 540 

ACGGCCATGG ATGCCAATAG TCAGTTCACC 600 

GACCGCTACC TGGCCACTGT CCACCCCATC 660 

GCCACCCTGG TGATCTGCCT CCTGTGGGCC 720 

CTGTATGCCA GACTCATCCC CTTCCCAGGA 780 

AACCCAGACA CTGACCTCTA CTGGTTCACC 840 

CCTTTTGTGG TCATCACAGC CGCATACGTG 900 

GCCCCCGCCT CCCAGCGCAG CATCCGGCTG 960 
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CGCACAAAGA GGGTGACCCG CACAGCCATC GCCATCTGTC TGGTCTTCTT TGTGTGCTGG 1020 
GCACCCTACT ATGTGCTACA GCTGACCCAG TTGTCCATCA GCCGCCCGAC CCTCACCTTT 1080 
GTCTACTTAT ACAATGCGGC CATCAGCTTG GGCTATGCCA ACAGCTGCCT CAACCCCTTT 1140 
GTGTACATCG TGCTCTGTGA GACGTTCCGC AAACGCTTGG TCCTGTCGGT GAAGCCTGCA 1200 
GCCCAGGGGC AGCTTCGCGC TGTCAGCAAC GCTCAGACGG CTGACGAGGA GAGGACAGAA 1260 
AGCAAAGGCA CCTGA 1275 
<210> 9 
<21l> 422 
<212> PRT 
<213> Human 
<400> 9 

MeT Ser Val Gly Ala MeT Lys Lys Gly Val Gly Arg Ala Val Gly Leu 
15 10 15 

Gly Gly Gly Ser Gly Cys Gin Ala Thr Glu GIu Asp Pro Leu Pro Asn 

20 25 30 

Cys Gly Ala Cys Ala Pro Gly Gin Gly Gly Arg Arg Trp Arg Leu Pro 

35 40 45 

Gin Pro Ala Trp Val Glu Gly Ser Ser Ala Arg Leu Trp Glu Gin Ala 

50 55 60 

Thr Gly Thr Gly Trp MeT Asp Leu Glu Ala Ser Leu Leu Pro Thr Gly 
65 70 75 80 

Pro Asn Ala Ser Asn Thr Ser Asp Gly Pro Asp Asn Leu Thr Ser Ala 

85 90 95 

Gly Ser Pro Pro Arg Thr Gly Ser He Ser Tyr lie Asn He lie MeT 

100 105 110 

Pro Ser Val Phe Gly Thr lie Cys Leu Leu Gly He lie Gly Asn Ser 

115 120 125 

Thr Val lie Phe Ala Val Val Lys Lys Ser Lys Leu His Trp Cys Asn 
130 135 140 
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Asn Val Pro Asp He Phe He He Asn Leu Ser Val Val Asp Leu Leu 
145 150 155 160 

Phe Leu Leu Gly MeT Pro Phe MeT He His Gin Leu MeT Gly Asn Gly 

165 HO 175 

Val Trp His Phe Gly Glu Thr MeT Cys Thr Leu He Thr Ala MeT Asp 

180 185 190 

Ala Asn Ser Gin Phe Thr Ser Thr Tyr He Leu Thr Ala MeT Ala He 

195 200 205 

Asp Arg Tyr Leu Ala Thr Val His Pro lie Ser Ser Thr Lys Phe Arg 

210 215 220 

Lys Pro Ser Val Ala Thr Leu Val He Cys Leu Leu Trp Ala Leu Ser 
225 230 235 240 

Phe He Ser He Thr Pro Val Trp Leu Tyr Ala Arg Leu He Pro Phe 

245 250 255 

Pro Gly Gly Ala Val Gly Cys Gly He Arg Leu Pro Asn Pro Asp Thr 

260 265 270 

Asp Leu Tyr Trp Phe Thr Leu Tyr Gin Phe Phe Leu Ala Phe Ala Leu 

275 280 285 

Pro Phe Val Val He Thr Ala Ala Tyr Val Arg He Leu Gin Arg MeT 

290 295 300 

Thr Ser Ser Val Ala Pro Ala Ser Gin Arg Ser He Arg Leu Arg Thr 
305 310 315 320 

Lys Arg Val Thr Arg Thr Ala He Ala He Cys Leu Val Phe Phe Val 

325 330 335 

Cys Trp Ala Pro Tyr Tyr Val Leu Gin Leu Thr Gin Leu Ser He Ser 

340 345 350 

Arg Pro Thr Leu Thr Phe Val Tyr Leu Tyr Asn Ala Ala He Ser Leu 

355 360 365 

Gly Tyr Ala Asn Ser Cys Leu Asn Pro Phe Val Tyr He Val Leu Cys 



WO 01/21169 



8/11 



PCT/JPOfl/06376 



370 375 380 

Glu Thr Phe Arg Lys Arg Leu Val Leu Ser Val Lys Pro Ala Ala Gin 
385 390 395 400 

Gly Gin Leu Arg Ala Val Ser Asn Ala Gin Thr Ala Asp Glu Glu Arg 

405 410 415 

Thr Glu Ser Lys Gly Thr 
420 

<210> 10 
<211> 31 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 10 

GTCGACATGG ACCTGGAAGC CTCGCTGCTG C 31 
<210> 11 
<21 1> 31 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 11 

ACTAGTTCAG GTGCCTTTGC TTTCTGTCCT C 31 
<210> 12 
<2U> 33 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 
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<400> 12 

AGTCGACATG TCAGTGGGAG CCATGAAGAA GGG 33 
<210> 13 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 
. <223> 
<400> 13 

AACTAGTTCA GGTGCCTTTG CTTTCTGTCC TCT 33 

<210> 14 

<211> 1074 

<212> DNA 

<213> Human 

<400> 14 

GTCGACATGG ACCTGGAAGC CTCGCTGCTG CCCACTGGTC CCAACGCCAG CAACACCTCT 60 
GATGGCCCCG ATAACCTCAC TTCGGCAGGA TCACCTCCTC GCACGGGGAG CATCTCCTAC 120 
ATCAACATCA TCATGCCTTC GGTGTTCGGC ACCATCTGCC TCCTGGGCAT CATCGGGAAC 180 
TCCACGGTCA TCTTCGCGGT CGTGAAGAAG TCCAAGCTGC ACTGGTGCAA CAACGTCCCC 240 
GACATCTTCA TCATCAACCT CTCGGTAGTA GATCTCCTCT TTCTCCTGGG CATGCCCTTC 300 
ATGATCCACC AGCTCATGGG CAATGGGGTG TGGCACTTTG GGGAGACCAT GTGCACCCTC 360 
ATCACGGCCA TGGATGCCAA TAGTCAGTTC ACCAGCACCT ACATCCTGAC CGCCATGGCC 420 
ATTGACCGCT ACCTGGCCAC TGTCCACCCC ATCTCTTCCA CGAAGTTCCG GAAGCCCTCT 480 
GTGGCCACCC TGGTGATCTG CCTCCTGTGG GCCCTCTCCT TCATCAGCAT CACCCCTGTG 540 
TGGCTGTATG CCAGACTCAT CCCCTTCCCA GGAGGTGCAG TGGGCTGCGG CATACGCCTG 600 
CCCAACCCAG ACACTGACCT CTACTGGTTC ACCCTGTACC AGTTTTTCCT GGCCTTTGCC 660 
CTGCCTTTTG TGGTCATCAC AGCCGCATAC GTGAGGATCC TGCAGCGCAT GACGTCCTCA 720 
GTGGCCCCCG CCTCCCAGCG CAGCATCCGG CTGCGGACAA AGAGGGTGAC CCGCACAGCC 780 
ATCGCCATCT GTCTGGTCTT CTTTGTGTGC TGGGCACCCT ACTATGTGCT ACAGCTGACC 840 
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CAGTTGTCCA TCAGCCGCCC GACCCTCACC TTTGTCTACT TATACAATGC GGCCATCAGC 900 
TTGGGCTATG CCAACAGCTG CCTCAACCCC TTTGTGTACA TCGTGCTCTG TGAGACGTTC 960 
CGCAAACGCT TGGTCCTGTC GGTGAAGCCT GCAGCCCAGG GGCAGCTTCG CGCTGTCAGC 1020 
AACGCTCAGA CGGCTGACGA GGAGAGGACA GAAAGCAAAG GCACCTGAAC TAGT 1074 
<210> 15 
<211> 1283 
<212> DNA 
<213> Human 
<400> 15 



AGTCGACATG 


TCAGTGGGAG 


CCATGAAGAA 


GGGAGTGGGG 


% ppp p a ptt/ 1 

AGGGCAGTTG 


GGCTTGGAGG 


60 


/^/>PP A /*% 

CGGCAGCGGC 


TGCCAGGCTA 


CGGAGGAAGA 


CCCCCTTCCC 


AACTGCGGGG 


CTTGCGCTCC 


120 


ppp a p a a ppt 

GGGACAAGGT 


ppp a pppppt 

GGCAGGCGCT 


pp appptppp 

GGAGGCTGCC 


GCAGCCTGCG 


TGGGTGGAGG 


PP APPTP APP 

GGAGCTCAGC 


1 OA 

180 


TCGGTTGTGG 


p app »pppp a 

GAGCAGGCGA 


CLGGCACTGG 


CTGGATGGAC 


PTPPA APPPT 

ITGGAAGCCT 


CGCTGCTGCC 


240 


CACTGGTCCC 


A APPPPAPPA 

AACGCCAGCA 


AP ATPTPTrA 

ALALLTL TGA 


IbblXLLOAl 


AACITIAI H 


CGGCAMiATL 


1 AA 


ACCTCCTIGC 


a prrr'p a pp a 

ACGGGGAGLA 


TrTPPT A P AT 

iCTttTAtAf 


PA A P A TP A TP 

LAAIA1CA11 


AlbLLTTlMi 


TPTTPrrr a p 


OCA 

oou 


CATCTGCCTC 


CTGGGCATCA 


TCGGGAACTC 


CACGGTCATC 


TTCGCGGTCG 


TGAAGAAGTC 


420 


CAAGCTGCAC 


TGGTGCAACA 


ACGTCCCCGA 


CATCTTCATC 


ATCAACCTCT 


CGGTAGTAGA 


480 


TCTCCTCTTT 


CTCCTGGGCA 


TGCCCTTCAT 


GATCCACCAG 


CTCATGGGCA 


ATGGGGTGTG 


540 


GCACTTTGGG 


GAGACCATGT 


GCACCCTCAT 


CACGGCCATG 


GATGCCAATA 


GTCAGTTCAC 


600 


CAGCACCTAC 


ATCCTGACCG 


CCATGGCCAT 


TGACCGCTAC 


CTGGCCACTG 


TCCACCCCAT 


660 


CTCTTCCACG 


AAGTTCCGGA 


AGCCCTCTGT 


GGCCACCCTG 


GTGATCTGCC 


TCCTGTGGGC 


720 


CCTCTCCTTC 


ATCAGCATCA 


CCCCTGTGTG 


GCTGTATGCC 


AGACTCATCC 


CCTTCCCAGG 


780 


AGGTGCAGTG 


GGCTGCGGCA 


TACGCCTGCC 


CAACCCAGAC 


ACTGACCTCT 


ACTGGTTCAC 


840 


CCTGTACCAG 


TTTTTCCTGG 


CCTTTGCCCT 


GCCTTTTGTG 


GTCATCACAG 


CCGCATACGT 


900 


GAGGATCCTG 


CAGCGCATGA 


CGTCCTCAGT 


GGCCCCCGCC 


TCCCAGCGCA 


GCATCCGGCT 


960 


GCGGACAAAG 


AGGGTGACCC 


GCACAGCCAT 


CGCCATCTGT 


CTGGTCTTCT 


TTGTGTGCTG 


1020 


GGCACCCTAC 


TATGTGCTAC 


AGCTGACCCA 


GTTGTCCATC 


AGCCGCCCGA 


CCCTCACCTT 


1080 


TGTCTACTTA 


TACAATGCGG 


CCATCAGCTT 


GGGCTATGCC 


AACAGCTGCC 


TCAACCCCTT 


1140 


TGTGTACATC 


GTGCTCTGTG 


AGACGTTCCG 


CAAACGCTTG 


GTCCTGTCGG 


TGAAGCCTGC 1200 
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AGCCCAGGGG CAGCTTCGCG CTGTCAGCAA CGCTCAGACG GCTGACGAGG AGAGGACAGA 1260 

AAGCAAAGGC ACCTGAACTA GTT 1283 

<210> 16 

<21 I> 420 

<212> RNA 

<213> Human 

<400> 16 

CAAAAGCUGG AGCUCCACCG CGGUGGCGGC CGCUCUAGCC CACUAGUUCA GGUGCCUUUG 60 
CUUUCUGUCC UCUCCUCGUC AGCCGUCUGA GCGUUGCUGA CAGCGCGAAG CUGCCCCUGG 120 
GCUGCAGGCU UCACCGACAG GACCAAGCGU UUGCGGAACG UCUCACAGAG CACGAUGUAC 180 
ACAAAGGGGU UGAGGCAGCU GUUGGCAUAG CCCAAGCUGA UGGCCGCAUU GUAUAAGUAG 240 
ACAAAGGUGA GGGUCGGGCG GCUGAUGGAC AACUGGGUCA GCUGUAGCAC AUAGUAGGGU 300 
GCCCAGCACA CAAAGAAGAC CAGACAGAUG GCGAUGGCUG UGCGGGUCAC CCUCUUUGUC 360 
CGCAGCCGGA UGCUGCGCUG GGAGGCGGGG GCCACUGAGG ACGUCAUGCG CUGCAGGAUC 420 
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